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C07D-5 19/00 
Abstract: 

PROBLEM TO BE SOLVED: To provide a compound usable for treating 
various kinds of diseases associated with CCR3. SOLUTION: This compound 
is represented by formula 1 [wherein, 1 denotes an integer of 0-2; Rl and R2 
denote each, e.g. hydrogen; A denotes, e.g. a nitrogen-containing bivalent 
group such as C(0)NH; Arl denotes, e.g. an aryl group such as phenyl group 
or naphthyl group; and B denotes a group, e.g. 4-(4-hydroxybenzoyl)-l,4- 
diazepan-l-carbonyl group]. COPYRIGHT: (C)2003,JPO ' 
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Ri 



i<J:<, A14, -NR 3 C(0)NR 4 -, -NR 3 C(0)-, -C(0)NR 3 -, - 
C(0)0-, -C(0)-, -OC(0)-, -0C(0)NR 3 -, -NR 3 C(0)0-, - 
NRj-, -0-, -SC^NH-. -C(=NR 5 )NH-&U'-CKHN0 2 )NH-fr 

\-~WWMT)V*)VmZmi,. Mi» -CN, -S0 2 NH 2 , -C 
O0EtX(i-C00Me£flU Ar,{i. Uft&iVOVCi 

U Bti, 1)^2: 
Ut2] 

Ar,-V-D- 
2 

SlU Ar 2 t4, H*3ivOvct>J;vv7'y-/l^ MM 
y^nr;K;HJ«L, vti, (i) ite (flU 1=0 

t\ fro. Afr-NRgCfO)^-, -C(0)NR 3 -X(±-NR 3 -C7)^ 
££Bfc< ) , (ii) -C(0)- <fIL, 1=0T', fro, Ar 2 fr 
*a^(7)7x-;PS. XtiAny'y, -hoS, y?y 

y^-)U(Ci-C 6 T)^JV) S, S(0) 2 (Ci- 

z 6 T)v*)v>m. c(o)nh 2 . %ivx*~/)vmBt.vmm\ 

XW&Ztlt: 7 x -)l-mcr>tg>^. m/iZR: RVR 2 fr** 
Jiff, lfrOXtel, Afr -C(0)NR 3 T, \itmW?-T'hh&. 

T'Ai: |££ U 1. 2-y-f )Vb tch yfflfe 
m<) s (iii) -NR 3 C(0)-, (iv) -C(0)NR 3 -, (v)-S0 2 
- (fit. ^M/Rzfr^Wf , lfrOXiil, Afr -C(0)N 

frt%Z>T&*y(7)i%il;$:®<) , (vi) -OC(0)-, (vi 
i) -CR 6 R 7 C(0)- (fkRWi. ShAUT^RJS^XJiiR 

»~3^iiiS7;i^f ;uS£fS L ( fi L , Rs t r 7 fr fc t> 

^c7)^fc#S-ri» 1 HHfcfc o T3~6fl8i£ 
Jftl/Ciiv*) (fit. Ri3K^#**fflC^ lfr'OXii 
U Afr -C(0)NRaT\ Di^BR^Tfti^SBlS^TAfcS 
-o-U 1.2-5M/l<fcfr47*'t>'tf>*£*»<) . (vii 
i) -NR 3 - (fit-, 1=0T\ fro, Ar 2 fr*am$flT^Ti 

J^?o7**A'ai*fl*£Hft<> , (ix) tf8Rjfti~ 

Wrrn&VV* (fib, 1=0T, fro, Afr-NR 3 C(0)NR4 



-, -C(0)NR 3 -X{i-NR 3 -^ii^^|^< ) , (x)-CH 2 0-, (x 

i) -CH 2 NR 3 - (fit, 1=0T, fro, Ar 2 fr'4sa^7x- 
/^X(5*ffia<7)x^o7;^«£0^^H<) , (x 

ii) -NR 3 S(0) 2 - ((BU 1=0T', fro, Ar 2 frlM<7)7 

x-;uSX(±*S}ico^^or^df;«^Jl^&^< ) 
XI4(xiii)-S(0) 2 NR 3 - (ML-, 1=0T\ fro, Ar 2 frteS 
$<97 x-yPSXIiisSJ^x? n7/Mf /H6o*£$r 
!&< ) -CwS*iS», 2)5^3 : 

Ufc3J 



3 



(^34>, m(±, 0~2<9gfrC&D, R 8 &tfR 9 t2:, »£L 

T y — ;H=Xt4fiJ& § ft.T v i i v ^naa** 
U Wii, -NR 3 - (fit, Rafrmm^^itilT;^^ 
Sc7)^^l^< ) , A Jj-^H?, -NHC(O)- (flU R 9 fr 
!R3!SRl~3Wltfflr;^;l^)«^*lft< ) , -C(0)NH 

-ch 2 o- (fit, R9*«iWMRi~3oit«ir/^;p»o 

> , -S0 2 NH-, -C(0)0-Xii-OC(0)-£?tf ) 
X'TFZtl&m. X«3)^4: 
[ft4] 



(*4<*», Ri 0 «±^ **s^x«±i»a9»i-a^iiitT;wf 
a^$^Tv^Ti>ct^Ty-;uax(4a^§^ 
■f ) ] T'^stisis^^ii^^frxii-e^^w^ 

im&2 ] 5^1*, Bfr, (fit, Ar 2 {4, Any 

y, -nh 2 , -NH^-CjT/Mf/W, -n(C!-c 3 t;^;W 2 , 

-C(0)NH 2 , -CWNH^-CgT^W, -C(0)N(C!-C 3 7;U 
*tMu -NHCfOXCj-CsT/^/W, -NHC(0)0(Ci-C 3 r;U 

^/W, -cn, -no,, ^Sti~3c7)iSS[r;^;«, 

ftl~3^1t«rr/P3^>'*. -OH, -CF 3 , -0CF 3 , -S0 2 NH 
2 , -S0 2 NH(C 1 -C 3 7^W, -S0 2 N(C 1 -C 3 7^W 2 , - 
NHSOj^-QT;^^), -NtSOjCj-CaT^/Wj. -COO 
H, -C(0)0(C 1 -C 3 7;Mf;l'), 7i-/K 7x^KCi-C 3 

Tiv*)i). >-?n7;Mf/t'*, ^pjjjBsttfry- 
ct v \mm^\Mmmtrm&T y x«a 

oyy, -NH 2 , -NH(C 1 -C 3 7/U^), -N(C 1 -C 3 7;P# 
;P) 2 , -C(0)NH 2 , -C(0)NH(C 1 -C 3 T;P^f^), -C(0)N(C!- 

c 3 7;^;W 2 , -nhc(o)(c 1 -c 3 7;^;0, -nhc(o>o(c,- 
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8mm~~3awMTiu-3*ism. -oh, -cf 3 . -oc 

F 3 . -S0 2 NH 2 . -S0 2 NH(C r C3T/^;W. -S0 2 N(C 1 -C 3 T 
jWf/Wi, -W&i(Zi< 3 7)V*)V). -N(S0 2 Ci-C 3 T^ 
Mt, -COOH, -0(0)0(^-03^^^) s 7i-;k 7x 

&tf 7 y -;i-*>&» hmftih i~3iicoamsT«$ 

U R 3 &tfR 9 ii. MitT^o^y. -NH 2 , -NH(C r C 3 
7/Mr/W. -N(Ci-C 3 r^;W 2 . -C(0)NH 2 . -C(0)NH(C 
,-C 3 7/H^h -CiQWCrCiTJU^Mt. -NHC(0)(C!- 
Z z 7)V*)l). -NHC(0)0(Ci-C 3 T^W. -CN. -N0 2 . 

df^a. -0H S -CF 3 , -0CF 3 , -S0 2 NH 2 . -S0 2 NH(C 1 -C 3 T 
)V* >V) ; -S0 2 N(C 1 -C 3 7/WP/Wt . "NHS0 2 (Cj -C 3 7)1* 
JW. -NtSOjq-CsT^/Wi. -C00H. -C(0)0(C r C3T 
H/H, 7i-^ 7i-;KC 1 -C 3 7H/l') > 

r/Wf/i«, ^ummafrv-ivm^miftih 1 
J*SUttZSfc$7'J--A<ak Xi&wyy. -nh 2 . -nh 

(d-C 3 T;^W. -fKQ-C^/Mf^s -C(0)NH 2 . -c 
(0)NH(Cj-C^T^;W, -C(0)N(C 1 -C 3 T^/W 2 , -nhc 
(OXCi-CsT/l^f/W, -NHC(0)0(C 1 -C 3 T/^;W, -CN. 

-mo,. mm-wmMTiv^ivm, mmm-^-m. 

7)Ua*is&^ -OH, -CF 3 , -0CF 3 , -S0 2 NH 2 . NHSMCj- 

Cj7)W;W, -n(so 2 c,-C3 7;^;Wi, -cooh, -c(0)o 
(c 1 -c 3 7;^;W, 7i-;k 7x^/KC 1 -c 3 7;l^ 

Tsssfiss. xt^4 (fiu Rntt, ** 

m=?;wyy % -nh 2 , -nh(c 1 -c 3 7;^;W. -fKd-c, 
7/Mf;W 2 , -cn, -no 2 , U8fiRi^>lM7^;i' 

& mmi-y^mmriva^m. -oh. -cf 3 . -oc 

F 3 , -S0 2 NH 2 , -S0 2 NH(C 1 -C 3 7^;W. -S0 2 N(C 1 -C 3 7 
/WfJWi. -NHS0 2 (C 1 -C 3 7;^W. -N(S0 2 C 1 -C 3 7^ 
/U) 2 , -COOH, -C (0)0(^-03 T)V*H>), 7x->K 7x 

^;Kc 1 -c 3 7^/W. i'?D7;i'^. ^oii 

&V7 y -;i^&&»£m#i& i sm^mmmxmm^ 

£;XteAny>\ -NH 2 , -NH(C 1 -C 3 7/Mf/l'h N(C X -C 
3 7/Mf/h) 2 , -C(0)NH 2 , -C(0)NH(C 1 -C 3 7;P J f^), -c 
(0)N(C 1 -C 3 7;^;W 2 . -NHC(0)(C 1 -C 3 7^ d f;W. -NHC 
(OMd-C^MrA-L -CN, -N0 2 , K«jRl-3^)iIfi[7 
/Mf/«, ftSR»l-3<0ffi«7;P3^^*, -OH. -C 
F 3 . -0CF 3 , -S0 2 NH 2 , -S0 2 NH(C 1 -C 3 7;^;U). -S0 2 N(C 
i-C 3 7;^;W 2 . -NHSfMCj-C^/Mf^h -NtSOjCj-Cs 



7/H^) 2 , -C00H, -C(0)0(Ci-C 3 7;^/Ws 7x- 
/k 7x^;KC 1 -c 3 7;^;W, y;n7/K/H« ^ 
rnaaatX7 U -/l^fr £>jMlf 1 ~ 3 ffl^ffiHX 

<7)<mxn-m^Tvmmzmt) ?*zti&mx'*> 
3 ] mm i x«i 2 isttcoaM^fia^Mc 

|»CCR3ia^. 
[000 1] 

[0002] 

mm&m 7u/wf-tt*«. 7 he 

-ItSJSi^. 7P;^-tta«S«f7x^=ap^!t. 

(^JttfSamter's Immunologic Diseases|§29$. 501-5 
275. 1995^) . nm^mMmzli, major basic P r 
otein (MBP). eosinophil cationic protein (ECP). eo 
sinophil-derived neurotoxin (EDN), eosinophil pero 
xidase (EPO) t i{f flSfiStt^ WVMfci-jTit 

7.^$y. -feoh^y. SSttiSR, *4vM4^f^-o 

Ck**tt6*LTV^ (Mm. Asthma^. H45$. 5 
93-608H. 1997^) . mmKimLltWBffli.. - 

[0003] Xfn^ r-'ttfiMmii. 

[0004] &mc»&i&jG*mMb*imi-&v4 
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***4>IZC. CC. CXC&tfCX3C^# 
Seotaxin-K eotaxin-2. MCP-3. MCP-4. RANTES^CO^ 

?z*4y\i. nmmzm-wmms^^r^- 

N. Engl. J. Med. 1838^ 436-4451:, 199830 . Q 

r 4 x- ? -jSg|R^*^ce$ it 
I) . JGFSft&iitt: iiccRixvcoQ fc i (f ft* 4 y 

4VJEm:fcoT«ilT*4£fc*%&*l'0^ (J. B 
iol. Chem. g|270g. 16491-164941. 1995^ ; J. Bio 
1. Chem. ^271^. 7725-77301:. 199fr£ ; J. Clin. In 
vest. 1399^. 178-1841. 199730 . CCR3te£l$to 

Zttm^ZtlXte*) (J. Clin. Invest. H100#, 11 
37-11435, 1997^; J. Exp. Med. »185*, 2171-2176 
1. 1997¥ ; Science 13277^. 2005-20071. 1997 

$o . ccRizjY^&emicDKmz&mmzm-t&m 
ma. im&nMzm$t&m&ms&. %frxi>rv 

& Oft* t#i «i* . 

fcjWH&SfrCV** (J. Leukoc. Biol. 1165^. 846-85 
31. 199930 CCR3<^y#y h'<7)— oT'&Seotax 

tt^tlX^t (J. Clin. Invest. 3?9&£. 2332-23 
451. 19963E ; J. Exp. Med. H185&, 758-7901. 199 
7^;J. Clin. Invest. 13100%. 1657-16661. 1997 
; J. Exp. Med. 31188%. 157-1671. 199830 . 31 

&ixizmmwmtix$me>mim&ztix^& 

Wtlf. WO 98/04554) . t*Z, CCR3fix-f X*)A )V 

x (Hiv-i) tfmiMM'\mXi-&WW]s*:y°?-co- 
^XfohZtti®J\t>frt%^X& 0 , C0BHlWBi-» 

(Cell 1385%. 1135-11481. 19963^; Nature 33385 
%. 645-6491. 199730 . LT. e 

otaxin#i n vi tro£fc^TifflMfc / W)H I V-lOJg^S: RS 
Pt££k*%£*UC^I> (Cell 3385%. 1135-1148 

i, 199530 . ic> m <mmm> 

KTS> Seotaxin , eotaxin-2&Z/MCP-4*^SttiJlI L 
TV^ (J. Immunol. 33163%. 1545-15511. 199930 
RAB«<7)*MJfilSr>''i-^4'OCCR3i^tt#^*^ 

OS (Arthritis Rheum. 3344%. 1022-10321. 2001 
30 . 

[0005] 



*. 

[0006] 

[im£l**f *fctf>«>#K] 

[0007] ( 1 ) SSI : 
Ml! 5] 



B— A— (CHz),- 



1(4. 0~2O^Ct'J>0. R,RVR,(4, tt4L 

x*.m^ximmm-3comiT>i>*frmzmi. h 

4^(4RifcR2 35MHfc:4-3T«Sl-4^SlS^?glSUT 
ii<. A(4. -NR 3 C(0)NR4-. -NR 3 C(0)-. -C(0)NR 3 -. - 
C(0)0-. -C(0K -OC(0)-. -OC(0)NRg-. -NR 3 C(0)0-. - 
NR 3 -. -0-. -S0 2 NH-. -C(=NR5)NH-atX-C(=CHN0 2 )NH-^ 

t>miRztL. RsRtfMi. i^LLxmm^xamm 

\~~WmM.T)V*)Vm*i&L. R 5 (4. -CN. -S0 2 NH 2 . -C 
0OEtX(4-CO0Me?:SL. Arjti. W&ZtlXUXi> ^ 
T U -JlgXi&ffikZtiX v vc t> ± lAfn^ Sr^ 
U B(4. 1) 5^2: 
[0008] 

Ar,-V-D- 
2 

(^2+. D(4. l~2fl|c7)a*^&#^WWlli^ 

mi. Ar 2 (4. nms^Tv^Ttiv^ry-;^ 

is?uTfr*JVmt:mi. V(4, (i) ^(fflL. 1=0 
-C. ^O. A*>'-NR3C(0)NR 4 -. -C(0)NR 3 -X(4-NR 3 -<7)Ji 
^*»<) . (ii) -C(0)- (fit. 1=0T. to. Ar 2 *i 

k«^ci~6cot;1/^;p*. M«~6^^nr;^ 

iVa^i^m. (Q-CsT;^^) S(0) t (Ci- 

CsT/^/W*, c(0)nh 2 , 

WOXiil. A# -C(0)NRj-C, MmBLTTb&Bi 

m<) , (iii) -NR 3 C(0)-. (iv) -C(0)NR 3 -, (v)-SO, 
- (fit, Ri&tA'Rz*^^. \mXli\. W -C(0)N 
R 3 T\ D«ftfel.K«gfT'At^L, 1.2-SM 
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frt%b7W0»a&m<) . (vi) -0C(0K (vi 

i) -cr 6 r 7 c(o)- (Rg&wMi. i&tLixAtmm?xim 

^mw^xh^m^mo , h&wzsktfytfzti 
h<?m \zm$h mm.? t -mz^ xi-smzm 

)£ L X h X V > ) ( ffl U Ri Stfllt . 1 #0X14 

1. A# -C(0)NR 3 T. VtmW^X'fo&BtmtiKTX'btte 
•r-Ls l,2-^;l^&&7^ 0 y<7)i§ili-£&k< ) , (vii 
i) -NR 3 - (fit. 1=0T\ Ar 2 #gj££*UOvCi 
il^?o7A*/l*tf>*££|ifc<) . (ix) 
30T^Py» (fit. 1=0T\ #0, Aj&HflfeCODNR, 
-v -C(0)NR 3 -X(i-NR 3 -^^J^< ) . (x)-CH 2 tK (x 

i) -CH 2 NR 3 - (fit. 1=0T\ Ar 2 *<iiaJt^7x- 
;«X(iiESm^^^nT;l/Jf;PSo^^|^<) , (x 

ii) -NR 3 S(0) 2 - (fit. i=0T\ tiro. kciiMW&fn? 

XJ4(xiii)-S(0) 2 NR 3 - (fit. 1=0T, Ar 2 *%a 

SM>7 x-;i^X(i*m^7n7/i^;uaoi§-££ 

[00 09] 
[fc7] 

3 

■ci»aatt~3«e«r;p^;p*, anas fiwc tin 

u wj±. -NR3- (fit. ^ffmmsnmmTJWv 
mnm&mo . -r^ac^ -mm- (fit. m 5 

#Ml~3<0Itil7/M^a^^£l^ ) . -C(0)NH 

-ch 2 o- (fiu R 9 ^^Si-3ol^[r;u^;pa<o 

. -S0 2 NH-. -C(0)0-Xti-OC(0)-$r^-f) 
-C*£ftl>«. Xf43M4 : 
[00 10] 
[ft8] 
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[00 11] (2) 3*1+, B3&* % S2 (fflU Ar,tt, y\ 

nyy, -nh 2 . -NH^-qjT^W. -n(c,-c 3 7;i^ 



/l^) 2 . -C(0)NH 2 . -C(0)NH(C 1 -C 3 T;l/df;W. -C(0)N(d- 
C 3 7/Mf/l') 2 , -NHC(0)(Ci-C^7/^W. -NHC(0)0(C r 
C^7/^/W. -CN. -NO,. &mm~~3<7)mi7Jl>*>l> 

mm^wmmTj^^ism. -oh. -cf 3s -oc 

F 3 , -S0 2 NH 2 . -S0 2 NH(C 1 -C 3 7;^;W. -S0 2 N(C!-C3 7 
A*M t * -NHS0 2 (C 1 -C 3 7;^;W. -N(S0 2 C!-C 3 7;^ 

;i/) 2s -cooh. -c(0)0(c 1 -c 3 7;^;W. 7x-/k 7i 
r.;KCi-c 3 7;^;W. i/^n7M;H. A^ogis 

at* 7 y-A*&»^aar*n. 1 -3mcomm^x-m.m 

tiX^X h X V ^^6~10^#SX(±ZS5t7 y 
& Xtt^O^y. -NH 2 . -NH(C 1 -C 3 7^ d f;W. -N(C r 
t«7/Wp;Wi, -C(0)NH 2 . -C(0)NH(Cj-P3 7;^/U). -c 
(0)N(C r C 3 7y^;W 2 . -NHC(0)(C 1 -C 3 7^^). -NHC 
(0)0(C,-C 3 7;Mr;W. -CN. -N0 2 . **Rl~3tf>iI«7 

>^)vm. m®x~-3<mm7)va*i'm. -oh. -c 

F 3 . -0CF 3 . -S0 2 NH 2 . -S0 2 NH(C 1 -C 3 7;l/^). -S0 2 N(C 
1 -C3 7)V*)V) 2 . -NHS0 2 (Ci -C 3 T)V*)V) . -N (S0 2 C, -C 3 

7/Mr/W 2 . -cooH. -c(0)0(c,-c 3 7;Mf/W. 7i- 
/k 7x-;KC,-c 3 7;^;P). y?o7;K/«, a. 
t Di§S&i>'7 y j6» & jlS(£ft.& 1 ~ 3 fll^>sgis 

3 «IU RsSlXRgfi. aiLT^Noyy, -NH 2 . -NH(C 
,-^7;W), -N(C!-c 3 7;^;W 2 . -c(o)nh 2 . -c(0) 

NH (Cj -C 3 7;Mf /k , -C(0) N (Cj -C 3 7/l^;k 2 , -NHC (0) 

. (c 1 -c 3 7;w^;W. -nhc(o)o(C!-c 3 7^^). -cn. -no 

-OH. -CF 3 . -OCF3. -S0 2 NH 2 . -S0 2 NH(C!-C 

jWW, -so 2 N(c 1 -c 3 7;^;W 2 , -nhso 2 (c, 7 

/Mf;W. -N(S0 2 C!-C 3 7;P^) 2 . -COOH. -C(0)0(Ci-C 
3 7/Mf/uh 7i-;k 7x-;Kc 1 -c 3 7;t- d f^). ^ 
;nr;WfA*, ^■fa^at^7'J-;U3S3&>4>»{f*L 
S 1 ~ 3fflc7)a^aT'Sm$iiT vvt t J: v ^D8HBe6-1 

oom^xtezuj^y-/^ x{i^p^>. -nh 2 . - 

NH(C,-C 3 7;^;W. -N(Ci-C3 7^W 2 . -C(0)NH 2 . - 
C(0)NH(C 1 -C 3 7^/P). -C(0)N(C,-C 3 7/^;W 2 . -NH 

c(o)(C!-c 3 7;^;Ws -NHC(o)o(c 1 -c 3 7^= J f;W. -c 

n. -no 2 . mm\~~i<mm)v*)vm. mm-w 

WRTiva^ism* -OH, -CF 3 . -ocf 3 . -so 2 nh 2 . nhso 2 
(d-c 3 7;^;W. -N(so 2 C!-c 3 7;^;i/) 2 , -cooh. -c 
(0)0(c 1 -c 3 7;u^f;u). 7i-;k 7x^;Mc 1 -c 3 tjv 

»tj>W&ih l~3lic7)ffi^T^§iiTV^Tt J: 

TOJS^ $• l~3ffl#*-r 4 5-61 WJjiiiXliHg&Af 

oaa^-t) -c^s*isa. x«^4 (fit, r u «u 

*^ll^;^n^*y. -nh 2 . -nh(c,-c 3 7;uW, -N(c 
1 -c 3 7;^^) 2 . -cn. -no 2 . D8ra8ci~3<ol«7^ 
>vm. smm-^umrivzi^^^ -oh. -cf 3 , -oc 
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F 3 . -S0 2 NH 2 . -S0 2 NH (Cj -Q TlV* )V) . -SO, N (C, -C 3 7 
2 , -NHS0 2 (Ci -C 3 7)V*)V) . -N (S0 2 C, -C3 7)V* 
;W 2 . -COOH. -C(0)0(C 1 -C 3 T/^^). 7xX/k 7x 
xyKCj-C^Mf/k. y^ur/^H^ ^rnHS 

&tfr y -ypasa^atwi* 1 ~3®^a^a-c«$ 

a ; XttAO^y, -NH 2 . -NH(Ci-Qj7;Wf;W, N(Ci-C 
3 7;Mf/k 2 . -C(0)NH 2 . -C(0)NH(C 1 -C 3 7/^;W). -c 
(0)N(C,-C 3 7^/W 2 . -NHC(0)(Ci-C 3 7/Mf/W. -NHC 

(o)o(c 1 -c 3 7;^;w, -cn. -no,, mm-immr 
iv*)i>m. mm\~~i<m.mT)va*^m. -oh. -c 

F 3 . -0CF 3 . -S0 2 NH 2 . -S0 2 NH(C,-C 3 7;l/W, -S0 2 N(C 

1 -c 3 7;^;W 2 , -nhso 2 (c 1 -c 3 7;^/i^), -N(so 2 c r C3 
7/Mf/k 2 . -cooh. -c(0)0(c 1 -c 3 7;^;W, 7i- 
/k 7 x-;KCi -c 3 7/H-yl-'K i/^nTW/H, ^ 
TniiSSVT 'J -iimfrtym&ixh 1 ~3fl<»l£ 

^^*^m(m^^xnST&l-3fS-t-*-ri»5~6M 

-sfifB ( 1 ) mm(m&%m.mmm#xmt)M¥M 
( 3 ) Mia ( 1 ) xii ( 2 ) ^m^m^mmmm^ 

&CCR3|1^. 
[00 12] 

mmmmittix^ztiz. *wmm*. r&mm 

~3iOSH7/^^j Mf rc 1 -c 3 7;udf;l/j tit. * 

I . r ^jgi!tt~6?>7/^^2 j r c, -c 6 7/Mf 
/k iii!(#Xte#i&tf«7;Mf;Ug. M*.fcD<^ 

f-/HS. -fV7f-/US. sec-7>;US. t-T'fVl'S. n- 
*). HK^lXiii^oT'DtVk >-?D7?-/k >- 

m. ^y?7/M-ax^«££H\ r&mmse>7 

y/n^i/i, n-7h^f^ -fV7'h^x», n- 
|!cl~6WNa7;P3df^Sj fcli. ifi£l"#cX{2#«#?> 

■t. *7±-)V (z x -z b tiv*)V) m j hli. 7/i^;u 

^<7)K^iC^'l-6T"fe l> 7 x ^/UK& - 7/^/1^. 

mt\f^y : J)vm. y^^vmzm-. r S (o) 2 (Ci -c 



s7)\>*)vmi tit. 7ii*mft<Dmm.tn~~(>x°b 

ivm. x.9 >x)v-fc-)vm*m-, ^timm-s^riv 
■3*1,1) n-ft-fvmi tit. *))i#=-)VBmz-£te8m 

7>j tit. -F. -CI. -Br. -I£g|-f. rr'J-y^j 
It. mi< J20tSifc6M4O#Si~H8i5S7 V 

x-h 0 . mzm l < \t? ^-^mRx/i-y^mx-h 

zommzmftztitmrnzft-ti. mb<itt° 
y^/k t°5^-;k trys^;k W9V-)V. -fs 
^yy/K troyy/i^. eoy;K f-x^;K 7«;/k 
^7VJ;k b°9v'y;k w/y;k 
y;k ^7y;k -fy^yy;k fh7hFp^yj 
;k fh7t h'o-f y>yy;k e^yy/k 
-;k fh5tKo77-;K ^E^y-/k ^^Hy 
;k ■fV'fyHy/k -f>-h'y-;k fh7bH'nKy 
5 rv' 'J ;k ^ p-7-;l/S=5r if l» . rg^^fi, 
T^Ttiv^y-^Sj , rg^itxv^-ctiv^ 
tpS*j , tW.m%tiX^Xi>£\<^9xi7)V*)\M 

mj izm&wmmit. ztibomnmmmt txm^ 
hzktfxzmxhtiit. mzmmn%^i>\ mt 

<(iA07'>-. -NH 2 , -NH(C r C3 7^;k, -N(C 1 -C 3 7 
)V*)V) Z . -C(0)NH 2 , -C(0)NH(C!-C 3 7^;ks -C(0)N 
(d -Ca 7^dr;W 2 , -NHC (0) (Cj -C 3 7)V*)l) . -NHC(0) 0 
(C,-C 3 7;W^L -CN. -N0 2 . ^^1-3^)1:117^^ 

^S^i~3coEgi7;k3df^a. -oh. -cf 3 . -oc 

F 3 , -S0 2 NH 2 . -S0 2 NH(C 1 -C 3 7;^;k. -S0 2 N(C 1 -C 3 7 

^02(^-037;^^). -NftOjCi-c^/i^ 

)V)i. -C00H. -0(0)0(^-03 7;^^). 7x-;k 7x 
x;KCi -C 3 7;^;W , is 9 u7)V* )Vm . ^nl 

m. 7V-)\sm%k'frt,miitiz>mx'&*). zti^s. 
ma^ i~3«r lx t i v \ 

[ 0 0 1 3 ] 5fttk Hi. 0-2c/)SfcT'S) 0 . Rj &tXR 2 

(±. ^ixmm z FXitmm-3(omm7JU^ 
mui&mm-'4cD7)i<*u>m (mmza. t+v 

y. x^-i^y. hV^J-i-y. f^7>f^» , Xii 
Huie^fl^i~4co7;UJf uyS^'OiJ'-SK 1 1 iocop< 

^l^y*>'-0-. -S-X(4-NH-^E^§^ 2ffl5<Dg£^)& 

LTti< (io^. R,tR 2 *\ .rii^A^-T-St 

^ViSymt-MI / Z%'>X&-7-ft*i'9ul3.2.l)*9 

9v. 9-7^>9uB3.i) yi-y^t'commm^m 

fcth) . Afi. -NR 3 C(0)NR 4 -. -NR 3 C(0)-. -C(0)NR 
3 -. -C(0)0-. -C(0)-. -0C(0)-. -OCWNRg-, -NR 3 C(0) 
0-. -NR3-. -0-. -S0 2 NH-. -C(=NR5)NH-&IX-C(=CHN0 2 ) 
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NH-j&»&iHR3*i, R 3 &W4. aiLTrtSfeH^Xli 

mm^mmr^iim. jywjc:i4. wvm. 

xf-/P«. n-rotVl/gSrSlU R 5 «4. "CN. -S0 2 NH 2 . 
-COOEt (xhdri/#;Mf-;P) Xl4-C00Me h*is$ 
)VX-)V) £Slt. Ar,(i. 7x^/H, bKn^fv-g 
i7i-;H> i/TJWWk? x-tvm. -bnfi7x 
;Noy'yg8l7xX/l^ Cj -C 6 T)V*)Vffi& 
7x-;H, -J-7^-/«. tVu^isWMI-yi-ivm. 

7'j/l'S. foU^S. -fyh'U/PS. ^yy/«. t° 

3^8$ 7 'J /PS. Cj-QT/l^/l-fij&trny^. C r 
C 6 T)V* )VWM4 V Y 0 )Vm . C, -Q 7^*^K8S* 7 

[00 14] Wi. 1) 5^2: 

Ar,-V-D- 
2 

(jS24". Dt4. 7-<r^y. l^-^'T-feV^y^rfc'toi^ffl 
OSS^Sr^fSWWHSSraL, Ar 2 (i. 7xX^ 

t Ho^^BJi7xx;^ y77ti7x-^ 
K. -fnii7x-/H, ;\nyyffi&7xx;i^. 
C,-QW/Hi7x-;H, 77^/l-g. tFo^ 
v-ffi8177^"S. vT7fi^7f-;^, xhnam 
77 yNoyySM7-7f-;i/«, c,-c 6 7/Mf/P 
K8S7 7 ^-/l^S: i'wHJH §ixTV>T t> J; v>TU— /t- 
^x-;PS, 7'J/P». t'oll/l^. -O-FU^ 

t o U Q -C 6 T)l*)VWM4 y H 'J /U*, Cj - 

>>7Pg s An^l»fi=;«. ;\n?-'yffi8S7'J^ 
S s Anyy^tn'JM, Aoyy^^yKU^ 

S&^ffigSftTVvctJivvfngg. Xf4:>7n 

z/fvmb t'cosM £ tix v t x ^ ^ ? o r / wf 

/Hs£fH\ Vti. (i) (fit. 1=0T\ #>o. A#- 
nr 3 c(o)nr4-. <(0)m 3 -xii-m 3 -co^m< ) . (i 

i) -C(0)- (fit. 1=0T\ Ar 2 j&%BJ&£>7xX 

/ps. x(4ad^> s -hot yr/i, fcrnm-s 



7xxyl/ (Cj-CsT^/U) S(0),(C,-C e TA^A') 
C(0)NH 2 . ^;P^df>-;PSS.y r ^Si!cl~607^n 

7x-;W*o*£\ HfctffcRi»lfll 2 j& t **gFf. l#0X 
141s Atf -C(0)NR 3 T\ D^W^T'&l.i^fH^A.c 
S££t. l.z-^^fc^T-tf^yo^^^o . (i 

ii) -NR 3 C(0K (iv) -C(0)NR 3 -. (v) -S0 2 - (^RtM 2 
tfjfam^ ltfOXttl. Mfi -C(0)NR 3 T\ MmmTX 

cr>iSr&*m< ) . (vi) -0C(0)- (vii) -CR 6 R 7 C(0)- (R 

>u*>um. Mmuzte. x+ivm. ^>vm. n-rot 

;l/S$r^L (fit. htR 1 &ti>lzA(.mm : ?X'*>&iir$t 

^^oT'^yS. i/^n^.y^y^. ^7n^ 

^ 1*«0X(4K A*>' -C(0)NR 3 T\ DWftMM 

W<) . (viii) -NR3- (fit, l=0t\ Ar 2 ^fiM 
§<tTV^Tfc«J:v^^oT;^;u^#^*l^<) , (i 
x) M*iScl-3cor;^l/>». IftWCfi. 

xf-i^y, b'J^f-i^y. ^f^xfi/y (fit. 
1=0T. A*<-NR 3 C(0)NR4-. -C(0)NR 3 -X(4-NR 3 -<7) 
m$m< ) . (x)-CH 2 0-. (xi)-CH 2 NR 3 - (fit. 1=0 
X\ Ar 2 ^'i.MM^7xX;^X{4ilffltiO^^ 
or^l^SO«^*l»< ) . (xii)-NR 3 S(0) 2 - (fl 
t. 1=0-C. Ar 2 ^*ES^7xx;PSX(4*.Sm 
<r)is?u7fV*lim<7)m&*'m< ) X(4(xiii)-S(0) 2 NR 
a- (fit. 1=0T. Ar 2 * J iia^«0 7 x x/l^Xl4 

zmt) X'^Ztl&m. 2)5^3 : 
[00 15] 

Ukio] 

3 

(5^3+. m{4. 0~2O8gTC'$> 0 . W(4. -NR 3 - (fit. 
M^Wm~3OKil7/l^;l^<0*§^£l&< ) . 
7M^F. -NHC(0)- (fit. btfBZmX^&>W&Tils* 

tvmon&zmo . -c(o)mk -ch 2 o- (fit. ht>m 

mm~~3<7)WM7JU*jm<7)i%r£t:m< ) . -S0 2 NH-. - 
C(0)0-X(4-0C(0)-S:^t. Rg&W4. m.LX*+ 

*/HI, 7x-/U, hKoJfy^7x-;H, S^-T 
7Mi7xx;i/S s zho^7x-;H, y\nyya 
I7x-;H, c 1 -c 6 r;^;P*^7xx;kS, 7-7^- 
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-O-Ky^a, */y^a. t^yy/pa. Q -c 6 
-o-ny^a, c r c 6 7;M^s$*/y^a. c^qt 

ygJi^yKU;^. Ao^ygmdfy yn^ jw? 
>W&V<V i^a&h'OHJ&SftTUT tiv^rn 
SHa^t) Xfi3):£4: 

COO 1 6] 

[flil 1] 




jvm {^fomzii, x^ivm. xf-zua. n-rnt-^ 
a) £stu R n (i. fcmuz 1 ?. mmm-mumr^ 
4f/i/S (£#wct±» xi-j^m. ^>vm, n-rnhvp 

a) . 7i-;«, t Kn^>{S8l7iX;wa. ^77 

a. -hoa^7^s. ^u^ywmty^vm, 
z^r^ivm&i-y^vmztiLnwMZtix^x i> 

a, >f yHU;u*. ^7U;uS, t^ys^i^a, Cj-Ce 
T/Mf/PS&^-x-^a. c 1 -c 6 t;u^BM7';/i^ 

y h y ;ia s Ci -c 6 th&mkw& / y ;ua , c, -q r 

WfMttWjy*!. AoyyKJ&^-x-Aa. a 
n7-'yg^7y;ua. An^-'y^h'oy/ua. ^ny 

yw&vnj is>]sm%t'(7)S&ztix^xi>i.^^7-u 

[00 17] 

imi] 




No. 






1 


2-F 


3-gh 


2 


2-Br 


3-OH 


3 


2-Ci 


3-0H 


4 


2-OH 


3-OH 


5 


2-CN 


3-0H 


6 


2-CF 3 j 


3-OH 


7 


2-OCF, 


3-OH 


8 


2-Me 


3-OH 


9 


2-0Me 


3-OH 


10 


2-NH, 


3-0H 


11 


2-N0, 


3-0H 


12 


2-SOJJe 


3-0H 


13 


2-NHMe 


3-OH 


14 


2-NMe, 


3-OH 


li 


2-SOjNH, 


3-0H 


16 


2-NHS0jMe 


3-OH 


17 


2-C00H 


3-0H 


18 




3-OH 


19 


H 


3-OH 


20 


2-F 


4-OH 


21 


2-Br 


4-OH 


22 


2-Cl 


4-OH 


23 


2-0H 


4-OH 


24 


2-CN 


4-OH 


25 


2-CF 8 


4-OH 


26 


2-OCF, 


4-0H 


27 


2-Me 


4-OH 


28 


2-OMe 


4-0H 


29 


2-NHj 


4-0H 


30 


2-NO, 


4-0H 


31 


2-SOjMe 


4-OH 


32 


2-flHMe 


4-OH 


33 


2-NMe, 


4-OH 
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34 


2-S0 2 NH 2 


4-OH 


35 


2-NHSOjMe 


4-OH 


36 


2-COOH 


4-OH 


37 


2-C00Me 


4-OH 


38 


H 


4-OH 


39 


2-F 


5-OH 


40 


2-Br 


5-0H 


41 


2-C1 


5-OH 


42 


2-OH 


5-OH 


43 


2-CN 


5-OH 


44 


2-CF s 


5-OH 


45 


2-OCF, 


5-OH 


46 


2-Me 


5-OH 


47 


2-0Me 


5-OH 


48 


2-NH 2 


5-OH 


49 


2-N0 2 


5-OH 


50 


2-SOjMe 


5-OH 


51 


2-NHMe 


5-OH 


52 


2-NMe a 


5-OH 


53 


2-SOjNH, 


5-OH 


54 


2-NHS0,Me 


5-OH 


55 


2-COOH 


5-OH 


56 


2-COOMe 


5H)H 


57 


2-F 


6-0H 


58 


2-Br 


6-OH 


59 


2-C1 


6-OH 


60 


2-OH 


6-OH 


61 


2-CN 


6-OH 


62 


2-CF s 


6-OH 


63 


2-0CF, 


6-OH 


64 


2-Me 


6-OH 


65 


2-OMe 


6-OH 


66 


2-Nfl, 


6-OH 


67 


2-NOj 


6-OH 


68 


2-SOJfe 


6-OH 


69 


2-NHMe 


6-OH 


70 


2-NMe, 


6-OH 


71 


2-S0 2 NH 2 


6-OH 


72 


2-NHSOjMe 


6-OH 


73 


2-C00H 


6-OH 


74 


2-C00Me 


| 6-OH 


75 


H 


2-0H 


76 


3-F 


2-0H 


77 


3-Br 


2-0H 


78 


3-C1 


2-0H 



79 


3-CN 


2-OH 


80 


3-CF 3 


2-0H 


81 


3-0CF, 


2-OH 


82 


3-Me 


2-OH 


83 


3-OMe 


2-OH 


84 


3-NH, 


2-OH 


85 


3-N0, 


2-OH 


86 


3-S0 z Me 


2-OH 


87 


3-NHMe 


2-OH 


88 


3-NMe, 


2-OH 


89 


3-SOjNH, 


2-OH 


90 


3-NHS0 2 He 


2-OH 


91 


3-COOH 


2-OH 


92 


3-COOMe 


2-OH 


93 


3-F 


4-OH 


94 


3-Br 


4-OH 


95 


3-C1 


4-OH 


96 


3-OH 


4-OH 


97 


3-CN 


4-OH 


98 


3-CF, 


4-OH 


99 


3-OCF a 


4-OH 


100 


3-Me 


4-OH 


101 


3-0Me 


4-OH 


102 


3-NH, 


4-OH 


103 


3-N0 2 


4-OH 


104 


3-S0,Me 


4-OH 


105 


3-NHMe 


4-OH 


106 


3-NMe 2 


4-OH 


107 


3-S0 2 NH 2 


4-OH 


108 


3-NHS0 2 Me 


4-OH 


109 


3-COOH 


4-OH 


110 


3-COOMe 


5-OH 


111 


3-F 


5-OH 


112 


3-Br 


5-OH 


113 


3-C1 


5-OH 


114 


3-OH 


5-OH 


115 


3-CN 


5-OH 


116 


3-CF 3 


5-OH 


117 


3-OCF s 


5-OH 


118 


3-Me 


5-OH 


119 


3-OMe 


5-OH 


120 


3-NH 2 


5-OH 


121 


3-N0 2 


5-OH 


122 


3-SOjMe 


5-OH 


123 


3-NHMe 


5-OH 
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124 


3-NMe, 


5-OH 


169 


4-0CF, 


3-0H 


125 


3-SOjNH, 


5-0H 


170 


4-Me 


3-OH 


126 


3-NHS0,Me 


5-OH 


171 


4-QMe 


3-OH 


127 


3-COOH 


5-OH 


172 


4-NH, 


3-OH 


128 


3-COOMe 


5-OH 173 


4-NO, 


3-OH 


129 


3-F 


6-OH 174 


4-SOjMe 


3-OH 


130 


3-Br 


6-OH 


175 


4-NHMe 


3-OH 


131 


3-C1 


6-OH 


176 


4-NMe, 


3-OH 


132 


3-OH 


6-OH 


177 


4-SO,NH 2 


3-OH 


133 


3-CN 


6-OH 


178 


4-NHSOjMe 


3-OH 


134 


3-CF, 


6-OH 


179 


4-C00H 


3-OH 


135 


3-OCF 3 


6-OH 


180 


4-C00Me 


3-OH 


136 


3— Hie 


6-OH 








137 


3-OMe 


6-OH 


[0018] 






13ft 


3-NH, 


6-OH 






139 


3-NOj 


6-OH 








140 


3-S0Jfe 


6-OH 








141 


3-NHMe 


6-OH 








142 


3-NMe 2 


6-OH 








143 


3-S0Jffl 2 


6-OH 








144 


3-NHSOjMe 


6-OH 








145 


3-COOH 


6-OH 








146 


3-COOMe 


6-OH 








147 


4-F 


2-OH 








148 


4-Br 


2-OH 








149 


4-Cl 


2-OH 








150 


4-CN 


2-OH 








151 


4-CF, 


2-OH 








152 


4-OCF 3 


2-OH 








153 


4-Me 


2-OH 








154 


4-OMe 


2-OH 








155 


4-NH : 


2-OH 








156 


4-410, 


2-OH 








157 


4-S0,Me 


2-OH 








158 


4-NHMe 


2-OH 








159 


4-NMe, 


2-OH 








160 


4-SCNBj 


2-OH 








161 


4-NRSO^e 


2-OH 








162 


4-COOfl 


2-OH 








163 


4-COOMe 


2-OH 








164 


4-F 


3-OH 








165 


4-Br 


3-OH 








166 


4C1 


3-OH 








167 


4-CN 


3-OH 








168 


4-CF, 


3-OH 









[00 19] 



Nol 


*. 


K> 


f 


1 


Ph 


2-Cl-Ph 


-ffflCO- 


2 


Ph 


2-Me-Ph 


-NHCO- 


3 


Ph 


2-0Me-Ph 


-NHCO- 


4 


Ph 


2-<ffl-Ph 


-NHCO- 


5 


Ph 


3-Cl-Ph 


-NHCO- 


6 


Ph 


3-Me-Ph 


-NHCO- 


7 


Ph 


3-OMe-Ph 


-NHCO- 


8 


Ph 


3-OH-Ph 


-NHCO- 


9 


Ph 


4-Cl-Ph 


-NHCO- 


10 


Ph 


4-He-Ph 


-NHCO- 


11 


Ph 


4-GMe-Ph 


-NKCO- 


12 


Ph 


4-OH-Ph 
[*3] 


-NHCO- 
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No. 


Ru 




1 


2-F 


H 


2 


2-Br 


H 


3 


2-C1 


H 


4 


2-OH 


H 


5 


2-CN 


H 


6 


2-CFj 


H 


7 


2-QCFa 


H 


8 


2-Me 


H 


9 


2-OMe 


H 


10 


* 2-NH 2 


H 


11 


2-N0 t 


H 


12 


2-S0jMe 


H 


13 


2-NHMe 


H 


14 


2-We, 


H 


La 




H 


16 


2-NHSOjMe 


H 


17 


2-C00H 


H 


18 


2-C00Me 


H 


19 


2-F 


4 -OH 


20 


2-Br 


4-oa 


21 


2-C1 


4-OH 


22 


2-OH 


4-OH 


23 


2-CN 


4-OH 


24 


2-CF s 


4-OH 


25 


2-OCF, 


4-OH 


26 


2-Me 


4-OH 


27 


2-OMe 


4-OH 


28 


2-NH 2 


4-OH 


29 


2-NO, 


4-OH 


30 


2-SOiMe 


4-OH 



31 


2-NHMe 


4-OH 


32 


2-NMe, 


4-OH 


33 


2-50,1% 


4-OH 


34 


2-NHSOiMe 


4-OH 


35 


2-C00H 


4-OH 


36 


2-C0OMe 


4-OH 


37 


2-F 


5-0H 


38 


2-Br 


5-0H 


39 


2-C1 


5-OH 


40 


2-OH 


5-0H 


41 


2-CN 


5-OH 


42 


2-CF 3 


5-OH 


43 


2-OCF, 


5-0H 


44 


2-Me 


5-OH 


45 


2-OMe 


5-OH 


46 


2-NH, 


5-OH 


47 


2-NO, 


5-OH 


48 


2-S0,Me 


5-0H 


49 


2-NHMe 


5-OH 


SO 


2-NMe 2 


5-OH 


51 


2-SO,NH 2 


5-OH 


52 


2-NHSOjMe 


5-0H 


53 


2-C00H 


5-0H 


54 


2-CQ0Me 


5-0H 


55 


2-F 


HJH 


56 


2-Br 


6-OH 


57 


Z-Cl 


6-0H 


58 


2-OH 


5-OH 


59 


2-CN 


6-0H 


60 


2-CF, 


5-OH 


61 


2-0CF 3 


6-0H 


62 


2-Me 


HJH 


63 


2-OMe 


6-0H 


64 


2-NH, 


5-OH 


65 


2-NOj 


6-OH 


66 


2-SOjMe 


6-0H 


67 


2-NHMe 


6-OH ' 


68 


2-NNe 2 


6-OH 


69 


2-SO,NHj 


6-OH 


70 


2-NHSOjMe 


6-OH 


71 


2-CQOH 


6-0H 


79 


£ vUUiMc 


0-vn 


1 o 




fi-nu 
O Un 




l r 




71 


9-Rr 

l or 


o-Un 


76 


2-C1 


3-OH 


77 


2-OH 


3-OH 


78 


2-CN 


3-0H 


79 


2-CF 3 


3-OH 


80 


2-0CF, 


3-0H 


81 


2-Me 


3-OH 


82 


2-OMe 


3-OH 


83 


2-NH, 


3-OH 


84 


2-NOj 


3-OH 


85 


2-S0,Me 


3-0H 


86 


2-NHMe 


3-OH 


37 


2-NMe 2 


3-OH 


88 


2-SOjNH, 


3-0H 


89 


2-NHSOjMe 


3-0H 


90 


2-C00H 


3-OH 


91 


2-CO0Me 


3-OH 
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No 


I 


V 


A 


1 No 


R 


V 


A 


I 


2-NH, 






27 


2-CI 






2 


| 3-NHj 






28 


3-C1 






3 


4-NH, 






29 


4-CI 






4 


3-SQjNHj 






30 


2-OH 


CH 2 




5 


2-NMe, 


CO 




31 


3-NH, 






6 


4-NHAc 




32 


4-Me 






7 


3-NHSOjMe 






33 


2-CN 






8 


2-CH 2 0fi 






34 


3-OMe 






9 


3-CH,C00H 






35 


4-NO, 






10 


4-OCHjCOOH 






36 


2-OH 






11 


2-OH 






37 


3-F 






12 


3-OH 






38 


4-Br 


CO 




13 


4-OH 


NHCO 


cm 


39 


2-CI 




COO 


14 


2-CI 




40 


I 6-01 




IS 


3-C1 






41 


2-CN 






16 


4-C1 






42 


2-C1-5-OH 






17 


2-CN 






43 


3-C00H 






18 


2-OH 


SO, 




44 


4-Et 


NHCO 




19 


3-CF, 






45 


2-CN 






20 


2-CN 






46 


3-CF, 






21 


3-CN 






47 


2-OH 


SO, 




22 


4-CN 






48 


2-CN 






23 


2-OH 


CH,CO 




49 


2-CI 






24 


2,6-CI 






50 


H 






25 


2-CI-5-OH 






51 


2, 6-C1 






26 


2-CN-6-OH 






52 


2-C1-6-OH 
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No 


R 


V 


A 


No 


R 


V 


A 


1 


2-NB, 






27 


2-CI 






2 


3-NH, 






28 


3-C1 






3 


4-NH, 






29 


4-CI 






4 


3-SO,NHj 






30 


2-OH 


CH, 




5 


2-NMe, 


CO 




31 


«l 






6 


4-NHAc 




32 


4-Me 






7 


3-NHSOjMe 






33 


2-CF, 






8 


2-€%0H 






34 


3-ONe 






9 


3-4H,C00H 






35 


4-NO, 






10 


4-OCHjCOOH 






36 


2-OH 






11 


2-OH 






37 


3-F 






12 


! 3-OH 






38 


4-Br 


CO 




13 


4-OH 


NHCO 


CONH 


39 


2-CI 




COO 


14 


2-CI 


40 


2, i<\ 




15 


3-C1 






41 


2-CN 






16 


4-CI 






42 


2-C1-5-0H 






17 


2-CN 






43 


3-C00H 






18 


2-0H 


SO, 




44 


4-Et 


NHCO 




19 


3-CF, 






45 


2-CN 






20 


2-CN 






46 


3-CF, 






21 


3-CN 






47 


2-OH 


SO, 




22 


4-CN 






48 


2-CN 






23 


2-0H 


CH 2 C0 




49 


2-CI 






24 


2.6-C1 






50 


H 






25 


2-C1-5-0H 






51 


2. 6-Cl 






26 


2-CN-6-OH 






52 


2-C1-6-0R 
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No 


R 


i v 


A 


1 


No 


R 


Y 


k 


1 


1 


2-C1 








27 


2-C1 








2 


3-C1 








28 


3-C1 








3 


4-C1 








29 


4-C1 








4 


2-OH 


CO 






30 


2-OH 


CO 






5 


3-NH 2 






31 


3-NHj 






6 


4-Me 








32 


4-Me 








7 


2-CF, 








33 


2-CF, 








8 


2-CN 








34 


2-CN 








9 


4-NO, 








35 


4-NO, 








10 


2-OH 






36 


2-OH 








11 


3-F 






37 


3-F 








12 


4-Br 








38 


4-Br 




NCN 


0 


13 


2-C1 


CR, 


CONH 


1 


39 


2-Cl 


CH, 




14 


2, B-Cl 




40 


% 6-Cl 




AT 
H 




15 


2-CN 








41 


2-CN 






16 


2-C1-5-OT 








42 


2-C1-5-0H 








17 


3-C00H 








43 


3-COOH 








18 


4-Et 








44 


4-Et 








19 


2-CN 


SO: 






45 


2-CN 


SOi 






20 


3-CF, 








46 


3-CF, 








21 


2-OH 








47 


2-OH 








22 


2-CN 


CH,C0 






48 


2-CN 


CH 2 C0 






23 


2-C1 








49 


2-Cl 








24 


H 








50 


H 








25 


2, 6-Cl 








51 


2. 6-Cl 






1 


26 


2-C1-6-OH 








52 


2-C1-6-OH 









[0023] [U7] 




No 


i * 


Y 


A 


1 


No 


R 


Z 


V 


1 


L 


| 2-Cl 








27 


2-Cl 








2 


3-C1 








28 


3-C1 








3. 


4-C1 








29 


4-C1 








4 


2-OH 


CO 






30 


2-OH 


CO 






5 


3-NHj 






31 


3-NH, 






6 


4-Me 








32 


4-Me 








7 


2-CF, 








33 


2-CF, 








8 


2-CN 








34 


2-CN 








9 


4^10, 








35 


4-NO, 








10 


2-OH 








36 


2-OH 








U 


3-F 








37 


3-F 








12 


4-Br 








38 


4-Br 




H 


0 


13 


2-Cl 


CH, 


CONH 


1 


39 


2-Cl 


CH, 




14 


2, 6-Cl 






40 


2, 6-Cl 






15 


3-CN 








41 


2-CN 






16 


2-C1-5-OH 








42 


2-C1-5-0H 








17 


2-C00H 








43 


3-COOH 








18 


4-Et 








44 


4-Et 








19 


2-CN 


SO, 






45 


2-CN 


SO, 






20 


3-CF, 








46 


3-CF, 








21 


2-OH 








47 


2-OH 








22 


2-CN 


CH,C0 






48 


2-CN 


CH,C0 






23 


2-Cl 








49 


2-Cl 








24 


H 








50 


H 








25 


2. 6-Cl 








51 


2,6-Cl 






1 


26 


2-CI-fi-OH 








52 


2-Cl-fr-OH 
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No 
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V 


A 


1 


No 


R 


V 


A 


I 


I 


4-NO, 








10 


4-NO, 








2 


2-OH 


CO 






It 


2-OH 


CO 






3 


3-F 








12 


3-F 








4 


4-Br 








13 


4-Br 








5 


2-C1 


SO, 


S0 2 NH 


0 


14 


2-C1 


so, 


CONE 


2 


6 


2.6-C1 








15 


2. 6-C1 








7 


2-CN 








16 


2-CN 








8 


2-CI-5-OH 


CH 2 






17 


2-C1-5-OH 


CH, 






9 


3-C00H 








18 


3-COOfl 
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No 


S 


V 


A 


1 


No 


R 


Y 


A 


1 


1 


4-NO, 








10 


4-NO, 








2 


2-OH 


CO 






u 


2-OH 


CO 






3 


3-F 








12 


3-F 








4 


4-Br 








13 


4-Br 








5 


2-C1 


SO, 


SO,NH 


0 


14 


2-C1 


SO, 


CONH 


2 


6 


2, 6-CI 








15 


2. 6-CI 








7 


2-CN 








16 


2-CN 








8 


2-C1-5-OH 


CH, 






17 


2-C1-5-OH 


CH, 






9 


3-COOH 








18 


3-COOH 
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No 




No 




No 


R 
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9 




13 




17 




2 
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10 




14 




18 




3 




7 




11 
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19 
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Me { 


8 


a 


12 


Ok 


16 
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R 


No 


K 


No 


H ; 
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a 
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9 




13 


H 


17 


a, 


2 




6 




10 




14 


Br 


18 




3 




7 




11 




IS 




19 




4 


€k 


8 


a 


12 




16 


a 


20 
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No 


R 


V 


A 


I 


Cmp 


R 


V 


A 


1 


1 










12 










2 


OH 








13 


OH 








3 


a 


CHt 






14 




CHi 






4 


a 






15 








5 










16 










6 






COO 


0 


17 






CONH 


1 


7 










18 










8 


OH 








19 


OH 








9 




CO 






20 


a 


CO 






10 


a 








21 


Ok 








11 










22 


c2 
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[00 30] 



R _ V VV< CH *> 



No 


H 


V 


A 
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No 


R 


V 


A 


1 


1 


a 








12 


a 








2 


OH 








. 


p. 

OH 








8 


a 


CHi 






14 


d 


CHs 






4 


ci 






15 


a 






5 


H 








16 


<x 








6 






COO 


0 


17 


^NH 




CONH 


1 


7 


a 








18 


n 








8 










19 


OH 








9 


a 


CO 






20 


a 


CO 






10 


Ox 








21 


Ox 








11 










22 
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No 


8 


V 


X 


Y 


No 


E 


V 


X 


Y 


1 


2-0H 








19 


2-0fl 








2 




NHCO 






20 


3-NH, 


CONH 






3 


2-CN 








21 


2-CN 








4 


2-C1 








22 


2-CN 








5 


4-F 


CfljCHj 






23 


3-Ue0 


CHjNH 






6 


Z 6-U 








24 


2-C1 








7 


2-CN 








25 


2-C1 








8 


3-MeO 


CKjCO 






26 


4-F 


CHjO 


CH 




9 


2-C1 




N 


N 


27 


2,6-Cl 






N 


10 


2-0H 






28 


2-OH 








11 


3-NH 2 


CO 






29 


3-NH, 


S0,NU 






12 


4-C00H 








30 


4-COGB 








13 


2-C1 








3] 


2-C1 








14 


3-F 


CHs 






32 


3-F 


NH 






15 


2,6-Cl 








33 


4-Br 








16 


Z-CN 








34 


2-CN ! 








17 


3-Me 


SO, 






35 


3-Me 


OCO 


N 




18 


4-OMe 






El 36 


4-GMe 
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No 


R 


V 


x 


Y 


No 


i 


V 


X 


Y 


1 


2-OH 








19 


2-OH 








2 


3-NHj 


NBCO 






20 


3-NHz 


CONH 






3 


2-CN 








21 


2-CN 








4 


2-C1 








22 


2-CN 








5 


4-F 








23 


3-MeO 


CH^H 






6 


2,6-Cl 








24 


2-C1 








7 


2-CN 








25 


2-C1 








8 


3-MeO 


CK,CO 






26 


4-F 


CHzO 


CH 




9 


2-CI 




N 


N 


27 


2.6-C1 






N 


10 


2-OH 




28 


2-<JH 






11 


3-NH, 


CO 






29 


3-NH* 


S0,KH 






12 


4-COOH 








30 


4-COOH 








13 


2-CI 








31 


2-C1 








14 


3-F 


CH 2 






32 


3-F 


NH 






15 


2,6-Cl 








33 


4-Br 








16 


2-ON 








34 


2-CN 








17 


3-Me 


SOj 






35 


SHfc 


OCO 


N 




IS 


4-OMe 








36 


4-OMe 
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No 


R 


V 


A | 


No 


R 


V 


A | 


1 


2-NH, 






27 


2-CI 






2 


3-NH, 






28 


3-C1 






3 


4-NH, 






29 


4-CI 






4 


3-SOjNH, 






30 


2-OH 


CO 




5 


2-NMe 2 


CO 




31 


3-NHj 






6 


4-MlAc 




32 


4-tfe 






7 


3-NHS0,Me 






33 


2-CN 






8 


2-CH,0H 






34 


3-OMe 






9 


3-C^COffl 






35 


4-NOa 






10 


4-OCR 2 C0OH 






36 


Z-OH 






11 


2-OH 






37 


3-F 






12 


3-OH 






38 


4-Br 


CH, 




13 


4-OH 


NHCO 


CONH 


39 


2-CI 


NHCO 


14 


2-C1 


40 


2, 6-C1 




15 


3-C1 






41 


2-CN 






16 


4-C1 






42 


2-C1-S-0H 






17 


2-CN 






43 


3-COOH 






18 


2-OH 


SO, 




44 


4-Et 






19 


3-Cf, 






45 


2-CN 


NHCO 




20 


2-CN 






46 


3-CF, 






21 


3-CN 






47 


2-OH 






22 


4-CN 






48 


4-CF, 


SO, 




23 


2-OH 


CHxCO 




49 


2-CN 






24 


2. 6-C1 






50 


H 






25 


2-C1-5-CH 






5) 


2. 6-C1 






26 


2-CN-6-0H 






52 


2-Cl-fi-OH 
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No 


R 


V 


A 


No 


R 


V 


A 


1 








27 


2-C1 






2 


3-Nflj 






28 


3-C1 






3 


4-NH, 






29 


4-CI 






4 


3-SOjWH, 






3D 


2-OH 


CO 




5 


2 -Nile , 


CO 




31 


3-NHj 






6 


4-NHAc 




32 


4 Me 






7 


3-NHSOjMe 






33 


2-CN 






8 


2-CH20H 






34 


3-OMe 






9 


3-CH,C00H 






35 


4-NO, 






10 


4-OCH,C0OH 






36 


2-OH 






11 


2-OH 






37 


3-F 






12 


3-OH 






38 


4-Br 


CH, 




13 


4-OH 


NHCO 


CONH 


39 


2-C1 


NHCO 


14 


2-C1 


40 


2,6-Cl 




IS 


3-C1 






41 


2-CN 






16 


4-CI 






42 


2-CI-5-0H 






17 


2-CN 






43 


3-C00H 






18 


2-OH 


SO, 




44 


4-Et 






19 


3-CF, 






45 


2-CN 


NHCO 




20 


2-CN 






46 


3-CF, 






21 


3-CN 






47 


2-OH 






22 


4-CN 






48 


4-CF, 


SO, 




23 


I 2-OH 


CH t C0 




49 


2-CN 






24 


2. 6-C1 






50 


H 






25 


2-C1-5-OH 






51 


2.6-C1 






26 


2-CN— 6-OH 






52 


2-C1-6-0H 







[0034] [JS18] 




No 


R 


V 


A 


No 


S 


V 


A 


1 


2-CF, 






27 


2-CF 3 






2 


3-NH, 






28 


3-NH, 






3 


2-CHjOH 






29 


2-CHsOH 






4 


3-OMe 






30 


3-OMe 






5 


4-NO, 






31 


4-NO, 






6 


2-OH 






32 


2-OH 






7 


3-F 


CO 




33 


3-F 


CO 




8 


4-Br 




34 


4-Br 




9 


2-C1 






35 


z-ci 






JO 


2. 6-C1 






36 


L 2,6-Cl 






It 


3-CN 






37 


2-CN 






12 


2-CN-6-OH 






38 


2-CN-6-0H 






13 


2-C1-5-OH 




OCONH 


39 


2-C1-5-0H 




NHCOO 


14 


3-COOH 






40 


3-C00H 




15 


H 






41 


H 






16 


2, 6-C1 






42 


2. 6-C1 






17 


2-C1-6-0H 






43 


2-C1-6-OH 






18 


2-OB 






44 


2-OH 






19 


4-CF 3 


so, 




45 


4-CF, 


so, 




20 


2-CN 






46 


2-CN 






21 


H 






47 


H 






22 


2-C1 






48 


2-C1 






23 


2-OH 


CH, 




49 


2-OH 


CH, 




24 


3-NH, 




50 


3-NH, 




25 


4-Me 






51 


4-lle 






26 


3-CN 






52 


2-CN 







[0035] 



[»19] 
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No 


R 


V 


A 


No 


R 


V 


A 


1 


2-CP 3 






27 


2-CF, 






2 


3-NH, 






28 


3-flH, 






3 


2-CH^)H 






29 


2-CH 2 OH 






4 


3-OMe 






30 


3-OMe 






5 


4-NO, 






31 


4-NO, 






6 


2-OH 






32 


2-OH 






7 


3-F 


CO 




33 


3-F 


CO 




8 


4-Br 




34 


4-Br 




9 


2-C1 






35 


2-Ci 






10 


2,6-Cl 






35 


2. 6-C1 






11 


3-CN 






37 


2-CN 






12 








38 


2-CN-6-0H 






IS 


2-C1-5-OH 




OCONB 


39 


2-C1-5-0H 




NHCOO 


14 


3-COOH 




40 


3-COOH 




15 


H 






41 


H 






16 


2,6-Cl 






42 


2,6-Cl 






17 


2-C1-6-0H 






43 


2-C1-6-0H 






18 


2-OH 






44 


2-OH 






19 


4-CF, 


so, 




45 


4-CF, 


SOj 




20 


2-CN 






46 


2-CN 






21 


H 






47 


H 






22 


2-<:i 






48 


2-CI 






23 


2-OH 






49 


2-OH 


CH, 




24 


3-NH, 




50 


3-NHj 




25 


4-Mc 






51 


4-Ue 






26 


2-CN 






52 


2-CN 







036] [^20] 



No 


8 


A 


Ar, 


No 


R 


A 


Ar, 


1 




CONH 




29 


3-NHj 


CONH 




2 


2-OH 


30 


j 2-OH 


3 




31 


2-CI-4-0H 


4 


5-CI-2-OH 


32 


5-C1-2-0H 


5 


3-COOH 


COO 


33 


3-COOH 


COO 




6 


4-NH, 


34 


4-NH, 


7 


2-CN 


35 


2-CN 


8 


3-NH: 


CONH 


X£ 


36 


3-NH, 


CONH 


xfxx F 


9 


2-OH 


37 


2-OH 


10 


2-C1-4-0H 


38 


2-C1-4-0H 


11 


5-C1-2-OH 


39 


5-C1-2-OH 


12 


3-COOH 


COO 


40 


3-COOH 


COO 


13 


4-NH, 


41 


4-NH, 


14 


2-CN 


42 


2-CN 


15 


3-NH, 


CONH 




43 


3-NH, 


CONH 




16 


2-OH 


44 


2-OH 


17 


2hjm-oh 


45 


2-CM-OH 


18 


5-C1-2-OH 


46 


5-C1-2-OH 




19 


3-COOH 


COO 


47 


3-COOH 


COO 


20 


4-NH, 


48 


| 4-NH, 


21 


2-CN 


49 


2-CN 


22 


3-NH 2 


CONH 




50 


3-NB, 


CONH 




23 


2-OH 


51 


2-OH 


24 


2-C1-4-OH 


52 


2-C1-4-0H 


25 


5-C1-2-0H 


53 


5-CI-2-0H 


26 


3-COOH 


COO 




54 


3-COOH 


COO 




27 


4-NH, 


55 


4-NHj 


28 


2-CN 


56 


2-CN 



037] 



[H2 1] 
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No 


R 


A 


Ar, 


No 


R 


A 


Ar, 


J 




CONH 




25 


3-NH, 


CONH 




2 


2-OH 




26 


2-OH 


3 


3-Me 


COO 


F 


27 


3-Me 


COO 


4 


4-OMe 


28 


4-OMe 


5 


3-NH, 


CONH 


X? 


29 


3-NH, 


CONH 




B 


2-OH 


30 


2-<ffl 


7 


3-Me 


COO 


31 


3-NH, 


COO 




8 


4-dMe 


32 


4-COOH 


9 


3-NH 2 


CONH 




33 


3-NH, 


COKH 




10 


2-OH 


34 


2-OH 


H 


3-Ble 


COO 


35 


3-NH, 


COO 


12 


4-flMe 


36 


4-COOH 


13 


3-NH, 


CONH 




37 


3-NH, 


CONH 




14 


2-OH 


38 


2-OH 


15 


3-NH 2 


COO 




39 


3-Me 


COO 




16 


4-C00H 


40 


4-OMe 


17 


3-NH, 


CONH 




41 


3-NH, 


CONH 




18 


2-OH 


42 


2-OH 


19 


3-Me 


COO 


43 


3HKe 


COO 




20 


4-OMe 


44 


4-OMe 


21 




CONH 


X? 


45 


3-NH, 


CONH 




22 


2-OH 


46 


2-OH 


23 


3-Ue 


COO 


47 


Z-tk 


COO 


24 


4-OMe 


48 


4-QMe 



[0038] 



[£2 2] 



5 R 



No 


R 


A 


Ar, 


I 


3-NH, 


CONH 


raj 


2 


2-OH 


3 


5-C1-2-OH 


4 


3-C00H 


COO 


5 


4-NH, 


6 


2-CN 


7 


3-NH, 


CONH 




8 


2-OH 


9 


5-C1-2-OH 


XXX J 


10 


3-COOH 


COO 


11 


4-NH, 


12 


2-CN 


13 


3-NH, 


CONH 


XxJ 


14 


2-OH 


15 


5-C1-2-0H 


16 


3-COOH 


COO 


17 


4-NH, 


18 


2-CN 


19 


3-NH, 


CONH 


xx 


20 


2-OH 


21 


5-C1-2-OH 


22 


3-COOH 


COO 


23 


4-NH, 


24 


2-CN 


25 


3-NH, 


CONH 


xV" 


26 


2-OH 


27 


5-C1-2-OH 


28 


3-COOH 


COO 


29 


4-NH, 


30 


2-CN 



} H 


A 


Ar, 


! 3-NH, 
! 2-OH 
5-C1-2-OH 


CONH 




3- COOH 

4- flH, 
2-CN 


COO 


3-NH, 
j 2-OH 
5-CI-2-OH 


CONH 


Tn 


3-COOH 
1 4-NH, 
1 2-CN 


COO 


S 3-NH, 

1 2-m 

HH-2-0H 


CONH 




3-COOH 
I 4-NH, 
i 2-CN 


COO 


1 3-RH, 
2-OH 
5-C1-2-0H 


CONH 




3- COOH 

4- NH, 
2-CN 


COO 


3-NH, 
2-OH 
5-CI-2-0H 


CONH 


X5 ■ 


3- COOH 

4- NH, 
2-CN 


COO 



[0039] *%wx'm^z>mvt'&mmmmmmx 
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iV^tSr^-T) ?S*3*l.SS6, (ii) 5X3X'mZtl& 

(iii) 5ttT*3*l*5!C8fcL 5*5. 9. 10 
[0040] 
[ftl2] 



6 



[004 1] 
[fcl 3] 



9 



10 



[0042] 
[^14] 



HjN-CCHdi- 



11 



kRiBS-frSifcfci'JlBi^ft. 5&5, 9. 10t ^11 
1:1-1: 2gJgT'S> 0 . SIS. O-SO-CgjgcDiajgTT'l 

jes*i*v^, hu*^yy, 1.1- 

[0043] ifc. T-th-bV)l^? s J?nn*?>%: 
S#£T. 5^11 1 9 aa^Mi-- ho 7 x -/K>? 00 



SyfffcT. 5*5, 9. lOfcRjeStfS-rfc (gQgtfg) 
Bfcfflv^iJfflJMcaw- h U *A*3R7 5 vfcifaSHI 
x^/l^? on^sl7 xx;Wc*TL-Cl~4ijlSrc* 

ia»<03Cll i: ? o o^»4-- h o 7 x -;K>? on^ 

-XbO7xX;U0%£, a*, 0~50XWC*9, ? 
oodffg7x-/U£7)^. 3^JiB)!aiSKBJ!«Sirc* 
4. ^5c7)o*>. V^W-/«tJ)'). ^12: 

[0044] 

Hfcl5] 



0" 



12 

*>'l,4-^7-trV^yi:'a$^S^13 : 
[004 5] 
[fcl6l 



13 

[00463 



X3S1 



14 



ArgCOO 15 
AfgCOOH 16 



XS2 



17 



13 
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». m^mxumi. mm* sv-y (Greene) 

Tklf^vV (Wuts) H\ r Protective Groupsin Organi 
c Synthesis (SfGJR) j IZimZtlT^h . Zti^K 

[0047] Xgltt. ftUtftl5X^ftl6t £ij§£-r 

>\ ^f-/P*yUA7$ K. ;/?anX 

l> .1 i: J: 0 ff 3 I h h . 5^14 i: 5£l5<9?l£Jt¥ 
(*;WJt) tt#£IS£$:Jl&V^. 1 : 1M : 2H 

( DCC ) . <>*/ h 'J 7 Y-)V-\-4 >V** xh'M(y 

yflSWB (PyBop) . ^yyhurv-^i-^^dfv' 

V>imm (Bop) . y7i-MX*y;P7yH (DPP 
A) . l-xf-;i/-3-(3-(^f-;P7Sy)7°obVH^;^ 
>M 5 F(WSC)&fc'^£&J#ffl^*U. C^4>^ 



V-;KHOBT)^o^jD^JSr Jpx S d 

[0048] Xg2tt. ffiRKT^fiHfiffi Sr^t* 
XST*4. *<A|ife*#i£tt, ttE<*> r Protective Gro 
up in Organic Synthesis (H3JIS) j fclBIBSfttV 

htfB&ZtiX^X fc i v ^7 'J -;l^Xtta$£fi 
TOTiiV^rnaai*«U. W**-C(0)NH-. R 9 #^ 
«iSrt~3<0Efil7;Mr/Wg. »ft$*vavekJ:vvr»J 
-;WSXttB8l$*rt wc t> J: v vvfoaa-CibSai 
8: 

[0049] 
[ftl8] 



18 



[0050] 
[fcl9] 



RflCN 20 



19 




Pitt. ssarBofttB^-t. ) 

MfZVMXIi&te. IttlBtf) r Protective Groups 
in Organic Synthesis (H3JK) J tiEifc£*lT^S& 

[0051] xgitt. wtts /m xmmmm 

«*WfcflET. ftVibftlQ^M^. l~24BSHRiE3«S 



£ifc¥ (*;Ht> tt. ft£RS£$*L*^#. 5B». l : l 

*\ ici9fc»fcia«ui(s*) ^fflv^. xm 

2tt. fyfEO r Protective Groups in Organic Synthesi 
s <ffS3KS) j IZiffiZtlT^hKl&kftlZJ&tXMMfT 
taXW 3ttltt. TE^XgfcJ: 9 i:**? 

[0052] 
[fc20] 



25 ii 



(iW. Ui, Any>, XfyxiVK-ivx^is. p- 
h/Pxy^;W;-/^5^¥<OBfflH6. P 3 tt. 

^22«p 3 tt. ssMFF^ftasfcau %<wgm<?m 

US. &tf*C9£A:2j&tt. fiflE^ r Protective Groups 
in Organic Synthesis ($3JK) j £8Btt$*lTH*R 



JSE^fr (CIS tf JiSffl V tfUf i V » . 
[0053] Xgltt. : J*i-lU*fr&T$. H. 
/l^7-feb75 H. 7-bN-hU;^fc'c7)?§^. 

u^a. 7mfci-hovj*%i?v>t£.m#&Ts ft22tft 

23*l~24B«SS«»6S*4ii:fcJ:0. Xtt. 5^24 
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t*fcR£8*l*H#, a*. 1 : 1M : aUtC*9. £ 

fflttzxizsyyisximmis & (iv) -rv 

rotf*xh\ (iv) ^d'JF, tfnyh-y 

A9fcJ:4li*. Xlif-i-X**-? (Dean-Star 
k) h7v7*m^X£]&tl*ZR&LXffi0>tf1f 

5*-xy$vH£) fcfflwc, y^y-A-. x?y 



-/k Bfflfixfvk PK^lll'K »ffj&»650 kg/cm 

fci-jTfcff'3ik* t 'C*4. Ig2tt» HUlEO rprote 
ctive Groups in Organic Synthesis (^3SS) J fcfBIR 

[ 0 0 5 4 3 3S1 , B#3*2"C* 0 . DflJBRK^ CO 0 *> 

[fc2 1 ] 

26 



&fc£M$. 3&7X*ZtiZ>lt&mm\,\ 75 ML 
7/WfiWL ^urft, 7.A-*y75 Ht^Rje^fr 

[0055] 
Hfc2 2] 



27 



Ag-OOOH 28 
(TSKfc) 1 
Afj-CHjL 89 
Xl± A> r CHO 30* 

X« Aj-NCO 32" 
AffSOp 33 

(^4>, Ui, Ao^>, y^yy^rt-A^K p- 
h/Uxyx^^^df^oBffilSS:*^. &rm 

75 h-ftis. mMt^mmzmmttv^ymmt^ 

y^A- l-t Hndf^yVhUtV-^N- 

t Kn^yy^W 5 K^icoxyf A-) 



26 



A75K Tbyt\ta7?>Wcr>T-mffim<P. ft» 
T-MT- #*L<tt-2(rc~6<rc"CfT3. (if 
4L<Ji. MJXf-/kTS>\ y-fV7Dt>xW 

zRmzmftz-t&ix'tmzzttffoh. ttz. mm 

#/M*J'«28£ttfflf-4*£fc:tt, RJEOESfcH^aL 
"MittN.M'-S/i/^n^j/^/l'jK^ 5 h\ 1,1'-* 
)V#-)WJ4 srv'-/k N.N'-S^yv-W S^Aofr 
A-#7- r- , l-O-i^'y f-A7 5 7 ru tvk 



Jny 4 <r fc #RJ60»frJ:#flB: z\ktfh&. 
[0056] r;Wr;Wiai. s*Hfc&8G7fc:,KIfc& 'J •> 

T*C, N, N- v'y 75 7-feb— h'J )Vm<F> 

-^mmm^hwmmkx, tf&x^ti&tt&m 

m*ffit-f&z\tlz£ VftoZttfX'Zh. Cco^. 

i/'7?1g&<7)>kmt. (IV) -fVTn^df^ 

K, 1-?-VJ* (IV) 7n>Jk iftayhVyflrtVY 

4 Wi* i 5 - iy-rx^*^* ,y J: 4 

X{±T^->-X^-7 (Dean-Stark) hy-yT 

*m^x£.m-&*&%& ix n o nffifflx-bh. r 
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&rx\ mitmm . /t9^A#af, 5*-- [ 0 0 5 8 ] x^yrs wwa. fc*ft27*»fcx/w 

fvK BH8*OiS«'k «EA»&50 kg/cm* <D7j<S?!?B k «»|B|«^fefrTff*>*L4 . 5^14". A**-C(OK -C 

SITC. 0*»iblO(rc<7>iair?RJKS-a:4ii:KJ:->"Ct (0)NR 3 -. -NR 3 C(0)--C'S>I»^34. 35 . %X'*ZtiHt£ 

[0057] vvnm. fflmt-£WMfi\*w\ Rv^x-^ztim'fflt&tozm^x . ^nm&t 

C k tfX-% h . * £ V >ll»B<ffca«27* . iDVXVWT [0059] 

iSYm^ftX-mMZtlM VisTi—Y32tKfcZ Ut2 3 ] 

itxmm-% ikt-csa. KmzmiLxmt&tomz 



37 * 3B^» "" 34 ^ 

11 ^ 35 
36 36 

3K1<*», A#-C(0)CK -OC(0)NR 3 -. -NR 3 C(0)0--C'S)I)^4 MtRJEtC X & . 

1, 42. 43'C*Sn4'fi:^Brti, , #*5S37k:£4 [0060] 

4. 5$45kiSll, &40b£UX-7r;Ztl&fc&foim^& Ut24] 

46 11 42 



40 44 43 



[0061] #RjEUaS37, 5Slk l&WX'^Ztl&T 5 
yMS#k5$44, 5«5T*§:h.S7on£Kx.*T/l# 
gfrk ***** Wi-#£iftW*ffllr vc , RJ5(CT«S 

x-fvk ^y-fcfy. f/l'xy, y'^nn 
>*y, ^no*;^, N,N-S^ 

f-/P*/PA7S b\ H*xf-/k T-fe bx h y;M£<7)?§ 

75y, tf'J^y. tnyy. i^/brxyy. 

* y -7 a . *iHk^ r- y * A«oiai*asairr s c: k 
*\ £«*<£«£ ±-c#*ij&*&£#* try >/> 



rehensive Organic Functional Group Transformation, 

6, 407, m5§m<7)-ftmzi&-oXh y *x?-'y . 
x^'y*^*xyy#[i#:$-fflv^T^T# S. 

[0062] 5£ltk A*t-C(=NR)NH-T*4S46"C*S^ 
MfrnWi. Comprehensive Organic Functional Group 
Transformation, 6, 639, 1995*1. V^teJ. Med. Chem, 
41,271, 1998E«W*ffi*Cfl!-3-C, R^Ht^HrtfcS 

T 5 yfte7*tfii*fflir vtJBi-r S £ k I. . 

[006 3] 
Ut2 5 ] 
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11 



46 



(*«f , RmWER B i:|S|«'C*4. ) 

Stl*. A*<-C(=CHN0 2 )NH-^OB*«^2t > 250. DfiO 

{±. Pharmazie, 50, 12, 1995&& ^liUS-5030738#& 
[0064] UIE««ftt:J: oT»6fLfe»B4j«* 

ill. 

[0065] mmm±. mmnimtt&m& 
zmm ix^mzx rum?* i . *5*g«fl*L hr 

-So 

[0066] ^lT'*£ft-ML£ftO^W£ltl^ix 
WML JHt**i^ ASKS, 

&. y yg^&t'oissgias, Pirn, v w 

3A?RB, yyrTCWL ILK 
8L ?xy»tt, -?oy®?1§, A'7h;n 

s ymmiiut&%ztfmft>iii . HK*»Pi 

[0067] *t*§*i43HjteffiS^ttX»i**> 

TfiZtiimz, cmzirri***4 yemmtms 

mftfumtixtrnxfoi. z.tam£.i>caai-frt 
1***4 y<m*tim«m&tz*tu fmsa/xh 

[0068] ftix-KZtiiikGitoxmnm&mzgf 
gztimii. zmmjfcmtLx. ximmmm 
(DEmmmt LxmMmtttixi&nttjxmmn 

Ttt, UttWlcteHSl IBM. #T-fe;HW. Offl 



m. ffiRM. mm ; mmmiizMnmL 
mmmm. mmm. mxm*ifimfi>ti&. t 
timizmtx. mm. mm. th*»L 

mWL HffirifQfiA^i £ 4: i> 5 . 
[0069] MBftllfc LTte. WitfWJ. D-vy_ h 

mMm**4m%t'tfmf$>tii. mtRmttx 

/k T ,;3 fXhyy N t Fa^v-7°nt?/H:/Un-;^ t 
Ko^f kro tf/l^ f-;Hr^o-x N # 'J t"x/H?o >J 
Ky. Xft. S^h*. -fc?7f-y, -X^Hs/Po-^. * 
v-^ *)V*)Vo-x* h y «7A^ri:*J^{f <=>fi 

)Vu-X^ *)V^ : y^*)V*)Vu-X*)V^J^^ 9 

f-7"b y^A, L-h Ku^yrot°^-fe/Uo-X&£:'#> 

D--?y^h-;P. ^ESiS^y^. x^y-;w % 
aWfa-A'. hyx^/-;i^TSy, IltN'J^ 
A. ^xyR^hy^A^ff^ff^ii*. SUHisnh 
LTti. ^JitfXr7y^hyx^y-;PT5y, 5^7 

y/n^K^hy^A, ^^y^rsyrnh^yit, 1^ 
^y» Jg-f^y-r^n-^A, ig-ft^y-trh-^A. 
*yx*r y y^'y -b y y&ir o^ffivStt^pj. xti^ 
y t*^;ur;U3-/i/» sKUbrryUfny py. *^)V* 

m&Wrt-Kzimfkixh. mmtmtLxn. m 

l\$7Wm. &ki-hO*7A>. D-y^t>-;K D-v 
y-h-;^i:>W^ixl». i^ff^Ji: LTii. milt 

y yigis. sim, ^js, ^xyiag^fc'^®^ 

y^W^^tl., UKtfldWkLTtt. Wi.(i'<yx>T 
;U3-;P^t*Wf^ni». BftEJWkUTtts MUX'* 
7**is$&mxZT>m. ^on^y-;K <y 
iS)UTJ\s3—J\'. 7x*f7P7A'3-/k ftFni 
i?. y;Pb'yH^i:'*W?>it§. JfflWBWfc LTIi. 
0l^.(flBREBM&. 7X n^h'y^^i: *W^iil. . 
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[0070] ^lX'^Zh&lt^XliZWM^mzlt 
fil~300mg£ 1 BXte&0t#ttT&^-|>£ k#T'# 

[ o o 7 1 1 mm&\fflx£\x'^ titft&k 

tn^fJ. tx^«, bx^SyaMBWOJH, jflL/h 
88§ttfl» (PAF) fcSSPk -fen h-y^JaS'J. Tf 

[0072] 

•tut* *ww4TEsatWfci»es*L* fcwcaar 

S#W1 4-(4-(4-?nnoy/W-l,4-j^7^ , !i'-l- 

[0073] 
[ft2 6] 




[0074] l-(4-^DU<>'^)-l,4-v ; r-feVty (1 
70 ng) , 4-b h'ndf ^MMMdOAmg) £ 1/9 nn^ ? 
y(4 ■l)fcajfi&»U BopIS^ (Aldrich. *ffl) (370 m 
g). ^V7°ohVI/7'$>'(0.5 ■D^Hni'C-HSHJIfPL 

mi. mmmi- b y v^x-wk itdk. awur. 

7 9 y : y-;1^5 : 1 ) TltgS-f 6 k , 274 mg04- 
(4- (4- 9 nn^y i^U) -l , 4- vT^ny-X-ij )VX'-M 
7x7 -)Vtf'& h tltz (JR*100%) . MS(n/z) :344(H*) 
IR(KBr) : 3447, 1607, 1439, 1277, 1238, 1172, 1089, 
847cm- 1 

NMR(300 MHz, CDC1 3 ) 8 : 1.70-2.00 (2H,m), 2.52-2.83 
(4H,m), 3.43-3.81 (6H,m), 6.78 (2H,d, J=6.0), 7.18 
-7.32 (6H,n) 

##g||2 4- (1 , 4- y'7-trV \° y-\-ij )V) 
(2) 

[0075] 
Hfc2 7] 



4- [4- (A-9 uuKyHtV) -1 . 4-^*7 -tf; \*y-l-# /u#x 
;H7x7-/M260 mgjOr b5t Kn7 7^(15 11)$ 
ffiKBKU ml). 10%^°7> ? '7A^-^y(54 mg)£flD 

*rs(iLfca» u:.. afctioaajajwry? 
in. ^mm^h-^xtm^^xmi. m#sm 

AyM.9ti-7b9yy <- (?dd*u : *9 J-)V 
=1:1) THHf 6k, 53 mg<m-(l,4-^T-fe:V<?y-l-^ 

)vx~>v)7 a,; ->vm%Mzmm2%) „ msgh/z) 

220(M + ) 

IR(neat) : 3421, 1617, 1420, 1278, 1171, 1051, 849, 
768cm- 1 

NMR(300 MHz, CDC1 3 ) d : 1.70-2.00 (2H,m), 2.80-3.12 

(4H,m), 3.40-3.82 (4H,m), 6.75 (2H,d,J=8.2) , 7.22 

(2H,d,J=8.2) 
##ffl]3 2-(4- (4- 9 n aKy V)V) -1 , 4- v'T-feV t 
#;M<X&07x7-;K3) 

[0076] 

[^2 8] 




l-(4-^oaO-^»-l,4-i;T-fe*^>'(165 mg), 2-b 

^Bopisig(360 ng) , $M ym tvuxf-^r s y (0.5 

nl)*JOi-«aifPtfc. RJSiSMWC*; lOKJWJMrU 

9"yy<- ( i J9V3U^9y:^99-)V=5:\) X'W 
mthb. 191 mg02-[4-(4-^nn<yx»-l,4-v ; T 
■fe'AV-l-^tfx/W] 7 x 7-/WI 4>*lfc (JR¥75 
%). MS(m/z) : 344 (M + ) 

IR(KBr) : 3162, 2941, 1737, 1613, 1455, 1372, 1244, 
1088, 1046, 1016, 839, 755cm" » 
NMR(300 MHz,CDCl 3 )5- : 1.94 (2H, quint, J=6.4), 2.60- 
2.80 (4H,m), 3.59 (2H,s), 3.69-3.80 (4H,m), 6.83 
(lH,t,J=7.4), 6.99 (lH,d,J=8.2), 7.20-7.35 (6H,m) 
##ffl]4 2-(l, l- : JT&*y-\-*l)V-#-)V) 7 x 9-)V 
(4) 

[0077] 
[<fc2 9] 



(S7) )0 3- 1 5528 5 ( P 2 0 0 3 - 1 5YJL8 



;I/J7x/-/Ml74 i«g)C0X^y-;K7 al 

(1 ml). 10%^?5^A^-5j?y(38 mg)S:SDts ?J<« 

•fht. 85 mgi02-(l,4->'*r-bVN-y-l-^;^-K-;W7i 
7-/^'#4>tL^(lR^77%). MS(m/z) : 220 (M*) 
IR(KBr):3437, 3257, 2927, 1619, 1472, 1449, 1370, 
1292, 1268, 1244, 1223, 1121, 1034, 929, 768cm" » 
NMR(300 MHz.CDClsJS : 1.91 (2H,quint,J=5.6) , 2.98 
(2H,t,J=5.5), 3.06 (2H,t,J=6.3), 3.60 (2H,m), 3.73 
(2H,t,J=5.8), 6.87 (lH.t, J=7.4) , 6.92 (lH,d.J=8. 
0), 7.26-7.32 (2H,m) 

##glj5 l-(2-7 x.-)VT-tf~)V)-\A- s JTWs (5) 
[0078] 
[fc3 0 3 

l,4-y'7-€/\°y(960 mg)Or h^t h'O7 9>(40 ml) 
JSF«[fc:7x— ^r-fef-Z^oU h*(0.45 ml). VAVT 
o t/UX^7 5 V (1. 2 ml ) £ JniSfflT- **# t 

fe. mm\z\<>%m&i]V^2±Mm*ntxm&y- 

(WltXf-yl' : X?/-/P=6 : 1) TtffiH't* fc , 445 m 
goi- (2- 7 x x/ur-fe f-;W -1,4- T-feV s* y £> tit: 
(IR$60%). MS(m/z) : 218(M + ) 
IR(KBr) : 3458, 2935, 1639, 1456, 1370, 1145, 1031, 

728, 698cm" 1 

NMR(300 MHz,CDCl 3 )S : 1.60-1.81 (2H,m), 2.72-2.79 
(3H,m), 2.88 (lH,t,J=5.3), 3.43-3.70 (4H,m), 3.70 
(2H,s), 7.18-7.32 (5H,m) 

##ff!l6 N-[l-(4-7nnA;yi;;k)-4-7x-^h'^."J 
ity-i-JMKyXTS K(6) 

[0079] 

Ut3 1 3 




(S) 



H4-7 ocKy y» -4-7 x x/pf< u y'y-4-:*-/w 
(627 mg)Sr^yyxhU;K4 il)K»j»L, *&T. $ 
|g(0.6ml) s flfflg(0.6nl) SrJniTSfflT-WHIfP Lfc. 

*R®7 h U >7 LfcflL SHI L£ . SSSr v 'J 
y=3 : 1) X-nUth t . 673 ««N-[l-(4-?on*y 

y»-4-7 1^ 'J y'y-4-4 M^yxr 5 

&flfc(IR¥80%). MS(m/z) : 404 (M*) 

IR(neat):3333, 3060, 2937, 2815, 1644, 1526, 1489, 

1306, 1128, 1107, 999, 800, 761, 694cm" i 
NMR(300 MHz,CDCl 3 )5 : 2.19-2.27 (2H,m), 2.38 (2H, 
t,J=11.6), 2.50 (2H,d,J=11.6), 2.82 (2H,d, J=11.5) , 

3.52 (2H,s), 6.21 (lH.s), 7.22-7.35 (7H,m),7.42- 
7.52 (5H,m), 7.73-7.75 (2H,m) 

##gij7 N-(4-7x-^e^y y'y-4-f ;W<yXT5 

h*(7) 

[0080] 
Ut3 2 ] 




(7) 



N-[l-(4-7 oo^y VM-k-y xx;H^U \/y-k-A 
M^yXT^ M664 mg)&x77-M30 ml) i; 
hHP7^y(10 mlHcJgflfU PBK1 ml). 10%A*5 
y'?A#-;Ky(5i mg)£jD;i, *SSHMT\ 

^a-c-mjl*:. wm^h^xw^m^fm 

(B»Xf-^ : X?7-;l/=6 : 1) THHM-**:. 280 m 
g^N- (4-7 x -;l/b^ U y*y-4-f M OXT 5 h'## 
6*Ut(IR*61%). MS(m/z):280(M t ) 
IR(KBr):3320, 2945, 1645, 1533, 1491, 1443, 1298, 
1140. 1026, 757, 698cm" » 

NMR(300 MHz,CDCl 3 )5- : 2.07-2.20 (2H,m), 2.51 (2H, 
d,J=11.8), 2.97-3.05 (4H,m), 6.29 (lH,s), 7.20-7.2 
8 (2H,m), 7.34 (2H,t, J=7. 1) , 7.41-7.56 (4H,m), 7.7 
8-7.81 (2H,m) 



(£8) )03-l 55285 ( P 2 0 0 3 — 1 5YJL8 



i JT-e^y-l-J}JUtf*i']s- h (8) 
[00813 
Ut3 3 ] 



GCP" 



tert-7*^ XA-JT^y-X-tDVif^i/V- Y (336m 
g) CO 7 o p (5ml ) *HR(C *M V 7'u bA-X^/PT 
S y(0.5ml) . 2-(^nn^f;W7i-;l/T-fef- h (31 
Omg)£jD;tMffi?-H.fefll#Lfc. RIE*iSfclO%*ifcir 

77 A - (»»X^ : A.df.-.f y= 2 : 3) THHM"* 

509mg<7)tert-7'f-;P 4-(2-7b i^OSW-l. 
4-S^*V^/Mfdf S/W- hj&*ft<5>*ifc(JR*67%) . 
MS(m/z) : 348 (M*) 

IR(neat) : 2934, 1768, 1696, 1457, 1416, 1367, 121 
0, 1176, 1012, 755cm- > 

NMR(300MHz,CDCl 3 )S : 1.45(9H,s), 1.75-1.90(2H,m) , 
2.29(3H,s), 2.24-2.81 (4H.i), 3.37-3.59(4H,m), 3.52 
(2H,s), 7.01(lH,d,J=7.9), 7.20(lH,d,J=7. 7), 7.26(1 
H,t,J=7.6), 7.41(lH,d,J=7.2) 

9 l-(2-t Yu^KyitM-lA-i/r-Vrty 



(9) 

[0082] 
Ut3 4 J 



ccP* 



tert-y^-yU 4-(2-7-fe h^f v^y^/W-M-S^T-tf^ 
y-H&jWMPS/U- h (255mg)CD^nn^^>-(6il) 
h U 7>M"n»»(l. lml) £ JnxM&T— O0t# 

ut. »e»3«fcio%*iw y vj>?mmztomwix- 

£T$ym7a-?h\s-y7*A7J±7n-?h7'77 
(BKxfvU : s\*y-y=5 : 1) ?tt$tf& k , 249mg<0 
l-(2- 1 Kn^f ~/Ky i/M-l , i-VTW/tftebtit: 
(JR^69%), MS(m/z) : 206(M + ) 
IR(neat) : 3348, 2934, 2830, 1614, 1591, 1479, 145 
8, 1412, 1259, 1153, 1089, 1036, 848. 757«-» 
NMR(300MHz,CDCl 3 )£ : 1.82(2H, quint, J=5.8) , 2.74(2 
H,t,J=5.0), 2.80(2H,t,J=6.0), 2.93-3.00(4H,m) , 3.8 
2(2H,s), 6.77(lH,t,J=7.4), 6.82(lH,d,J=7.2) ,6.%(1 
H,d,J=7.4), 7.17 (lH,t,J=7.2) 

##fflJio l-((6-7;u^-n-t7^uy-2-^f;W^f-;H- 
4-bh'ndf^f^.iJ^XlO) 
[0083] 



[ft3 5] 



HO 



(10) 



4-bKn*^b^y^>\ T-bbxhU/waiflJMFcoa 
£tt£2-7*n^iBl^-7/l^n77 JS® 
#»;«7A£in;L SfflfcT4l«a3 04MWtLfc. RJfc 
*»HS1U i' y #^#7^70^7*7 7 4 -£T 
HRI-SikfciO. H(6-7/M-o-f7:?Vy-2->f 
/UMf-;W-4-b Fn^b^y i^fc^felSttlli: 
l/C#fc. FAB-MS:260 (M+H) + „ 

##gyn ^nnJ(l(i-((6-7Wnt7^i/y-2->f 
M*+M tr** 'J x>-4->f /Wx^r/WfilWKll) 

[0084] 

[^3 6] 

H(6-7;kto^77Uy-2-4/W*^h4-bh*n* 
xb^ U v'ycOTb hxhU *&TT' b 
X^r><7)TbhxbU;U!g>S^2rjDi., CCtdT 3 0 
4h &V^&(rC2 4B#f B WU:. RJER+fcffai 

fcJ: 1 ?. ^oodf f K(H(6-7^5j-o^7^py-2->f 
)l>)X1-M b^ 'J ^y-4-^ '^)x^r/MSa8fi*lta& 
ftaiffc EI-MS:321 M + 0 

##giJ12 \A-JT^^y-\A-=JA)VT\iyW. 1-tert- 
7'f^XXf/l' 4-(l-((6-7;M-o77 7^ ;M 
^f-/W b^u x'y-4-f ;Wxt.x;K12) 

[0085] 
[fc3 7] 



1, 4-^TbV^y-l-^^^yi? tert-7*f-;PXXx^. 

h y xf-^r 5 ymfmnm&mz-yrc t^ai l , 7 

pn^ld-t (6-7;M-n77 7 M**M b 

x'y-4-f /Wxx-f ;Mffl8«i:THF^)lDWlni . S 

iafcT2 2i«sij«*Lfc. KBtttgrau s^u^y^ 

\-l/TMny-\ , 4- s/^r;^yi! l-tert-7*f-;UXXf 
/P 4- (1- ( (6- 7 /M- O -T 7 ^ k y-2-f )V) * f-M b^ 
y^>-4-^;Wx7.r;U5:^fe?*«%i: FA 
B-NB: 486 (M+H) + . 

##g»J13 l,4-^'TbVN-y-l-*;l/^ygt (l-((6-7;P 
^-n7"7 ^ 1/ y-2-4 tv) * J-M b^ y i/'y-4->f ;H x 
Xr^Z«lt«(l3) 

[0086] 

[^38] • 



(C 9 ) )03-155285 (P2003-1 5YJL8 



2Ha 



(13) 



1 . i-i?7& t y-1 , 4- y'tf^tfyl! l-tert-7"f-;l/XX 
X/U 4-(l-((6-7Wot7^I/^>frt')^f;W fc° 
^ U ^ y-4-4 /H x^r;K0M8xf-;i/iSaEfc , *&T 

WMWfU:. KJE«£«EiMt*4£i:fcJ:'). 1.4- 
Wty-l-^fi (H(6-7/ktcr*-7 * v y- 
2-4 m * +w y ^'y-4-f ;n xx t/pzebhi* 

fiHBfeH*i: l/tftfc. EI-MS:385 M». 

4-T 5 7 7 f7U-H (6-7/M-o-f 7 7 1/ y- 



2-4)U)M^-Mt'^v^y(u) 

[0087] 



(14) 



4-T 5 y^fvHr^U y>07* h-h y ;HSi£fc2-7 
o^7 7Vl^6-7/U;tn777]/yRt^iW? y >?A£ 

in* . mmzx mmo ftim L£„ &us&wm 

-IttCiO. 4-7S77?7H.-((6-7/P:*u77 7V' 

y-i-4 m 7 w} y i?>zwm&6Mtm t ix% 

fc. EI-MS:272 M + <, 

##ffij!5 W-\.{fy-7)\,*Xl-f??\sy-2-4M*1'lV\ 

t^'j ^'y-4-4 yi?7 i^/n^f 

;K15) 
[0088] 
Ut4 0] 



4-7 5 7 7 ^-/P-l- ( (6- 7/M" o 7 7 7 V 7 

f-/H e^y s;y , h y x-^7 5 y&yTHF^iii^ 
*^TT'^nn^7x-;Pxxr;^THFjg^S: 

ijyfrtry&tuvhfyy 4-£xmmt&Zkfc£ 
0. (i-((6-7^Dt7^i/y-2-^;H^f;Hhxij 
^'y-4-W no 7 5 ygt7 x -;l/xxf^SH 

IWM&ttftfc FAB-MS:393 <M+H)\ 

#»W16 4-(((i-((6-7^nt 7 ^ 
■f-AO tr^ y ^'y-4-4 ;W 7 f-/W ^/l/A't 4 ;W -l . 4- ^* 
7-feVt /UjK y Igtert- 7>;Pxx f>M 16) 
[0089] 
Ifc4 1 3 



(i-( (6-7/M-OT7? vy-i-4 mx+m e^y 
-4-4 ;W7 f-A^/l^S yl7i-;nxf;W7t h 
-h'J;l#«[fc» l,4-^*7HrVN'y-l-^^yi! tert- 
7»uxx-f/k l.s-^lft'^n^.o^yT?- 
7-xyxtfr-fe h-f U;uoS^»*Jni. SffltcT l 
9B*HH«¥Ui. RfcfcSBQ&U yy*y;W7A; 
o-7h/5 7 4 - tTHWR-f 4 i t KJ: 0 , 4-[((l-((6 
-7;M-nT7 7 v y-2-MV) 7 f-/W y s/y-4-f 
;H^^/W^;^N' ; &'f;H-l,4-i/'7^N , y-l-*;u^y 
Ktert-7f-/Ux^-r^Sr«»feja««Ii: fCftfc. FAB 
-MS: 499 (M+H) + . 

##ffl7 N-{(l-((&-7;^nt7^l/y-2-'f;W^f 
/W y ^>-4->f /w 7 . 4-^*7^ ^y-\-ijiv 

[0090] 
[fc42] 



S 2HCI 

OVOJXr 1 



(17) 



3 0#&£|Bl^tT4-(((l-((6-7;M-nT 

7 ? u y-2-4 no 7 y v'y-4-4 ;io 7 f-;w ^ 

;uxxr^i 0 , N-((l-[(6-7;^o77^ uy-2-4 
/W ^ ^w) tr^. y i/'>-4-'f /W ^ f-/w -l , 4- ^'7-feV ^y 

I-MS:398 M + . 

##ffljl8 7-feVN»y-4-^yJg^(l8) 
[009 1] 
[^4 3 ] 



HCI 



(18) 



Synthetic Communications, 22: 1249, 1992|£ii^)^ 
fcftoT, 7-bV\V-4-^y^lSS:^jit^. FAB-MS: 
114 (M+H)*. 

##g<J19 2-((4-t Yu*isT-W-l-1MX1'M 
KyY-b U/M19) 

[0092 ] 

[^4 4] 



NC 




(19) 
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0. 2-K4-t Hndfvr-fefA'y-W/W^^J^yV 
xhy/Pfcg^tt^fcLTttfc. FAB-MS:231 (M+H) 

+ 

##W20 (exo-8-71 s t'i'9u[3.2A)*99y-3-4 
;W 5 >-ittert-7*f-;kxar^w-^i?JS (20) 

[00933 

Ut4 5 ] 

Eur. J. Med. Chem. Chim. Ther. , 19: 105, 1984fEit 
n[3.2A)*9 9 y-3-4 M fill') < 5 Vg? tert-7>/P 

**il7G£fr->fc 0 RCfc««SW-*i tlz£ 0 (exo-8 
-7if h*S/? u[3.2.\]*99 y-3-A M ttW 5 VKte 
rt-y^/L-XXr/P-JSi^Sritfeilfti: l/tftfc. FAB 
-MS:227 (M+H) + . 

##W21 2-7"o^^-6-7;M-o:r-7?Py<21) 
[00 94] 
Hfc4 6 ] 




V\ EP-^1194#4^fBR«W*»tCfl!oT. 2-7*P*^ 

/P-6- 7/M" o-f 7 9 V v £SSit t fc. 

##glJ22 (exo-8-((6-7;^OT v 7^py-2-'f^)^ 

-8-7if tv ? p (3. 2. l] * y-3-4 /W ijiv* 

S yS?tert-7'f-^X7.r;K22) ■ 
[00 9 5] 
[fc4 7 ] 

(exo-8-Tf tV? n [3.2.1)^9 9 y-3-A IV) f))V)<< 5 
ygttert-7*^XXf A— UW&ZT*. h- h U;PfcD 
MF0>fi£j8SKfc»j|?U 2-7o**ir^-6-7/M-t3-7- 
7 ? P y&i/^ii^ U -7 A £ JPi . M&(CT 2 0 B#^M 
#U:. RJS£f£»fl>£ fcfci 0 (exo-8-((6-7;U 
tfn-*- 7 ? P y-2->f ;P) * ?-;W-8-7if t'v-? o [3. 2. 
1)*? ?y-3-^f/H#/l/A$ y^tert-7>/l-XXT^ 
fc^ftMlttftfc FAB-MS:385 (M+H) + . 

##W23 exo-8-((6-7/^n-)-7^^y-2--f;W)^f- 
/P)-8-7if n (3. 2.1}* 9 9 V-3-A )VT 5 JOB 
&ig(23) 



[0096] 
Ifc4 8] 




(exo-8-( (6-7;P;f n77 ? 1/ V-2-4 /W ^ f-/W-8-7 
if tV? o (3.2. 1) * V-3-4 /H#;pa$ y^tert- 

jvmmx'tmti ztizx*). exo-8-((6-7;M-QT7 

? 1/ y-2--f ;W * ?-/H-8-7if t'i'? a (3. 2. i)?r 9 9 
V-3-4 tVT^VZMM^MmWtLXW^ FAB-M 
S:285 (M+H)\ 

#^ffl]24 4-((exo-8-((6-7^n-7-7^1^y-2-f;W 
^ f-;P)-8-7if n (3. 2. 1] it 9 9 V-3-A M iifr 
> ^ A )V) -1 , 4- V7*t> < y-\-i]>lX V mert-7+J\sX 

[0097] 
HH4 9] 

exo-8-( (6-7;M"077 ? VV-2-A MX+M-S-T? 
t'v? o (3.2. 1) ? V-3-A )V7 5 V (4. OOg) . ftK 
*SH-hU^A(2.378), ^an^-4-xha7xX/U 
a98g)Sr^oa^^y(120nl>(clni. M?ST2Spra 
H#U:. ^JS^fcl,4-^7-feVN-y-l-*^ 
^yKtert-7*f-;UX^-r;K3.6ml) , h 'J X^-;l-T 5 > 
(3.9il)*Jni. KJESSRfcUR 

us. *«iti^«ni^bu^A-c««Lfca, am 

/77^-(Mty : 138X^=1 : DTHWR-t* 
k , 6.98gC04-((exo-8-((6-7;^n-7-7^l/y-2-f 
;k) ^ ^-/W -8-Tif t'y ^ u[3.2.\)*99 v-3-A M ii 
)V>^ -i iV)-\, l-i/7 J £^y-\-J))V#>Wtert-9'j-}\s 
XX^;h&*#4>n^(JRsJS97». MS(ni/z) : 510 (M + ) 
IR(KBr) : 2930, 1688, 1626, 1533, 1480, 1416, 1365, 
1246, 1169cm- » 

NMR(300 MHz,CDCl 3 )^ : 1.45(9H,s), 1.40-1. 93 (8H,m) , 
2.05-2. 15(2H,m), 3.20-3. 55(10H, m) , 3.66(2H,s), 4. 
00-4.16(2H,m), 7.25-7.28(lH,m) , 7.43(lH,dd,J=10.2, 
2.4), 7.57(lH,d,J=8.7), 7.72-7.82(3H,m) 
##W25 N-(exo-8-((6-7;^D^7^1-y-2-^^) 
^ f-iP] -8-Tif t'i/9 V3 [3.2.1)^9 9 y-3-4 )V) -1 , 4- 
^'T-fefA-y-l-^^dflfS H(25) 
[0098] 
[ft5 0] 
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4-( (exo-8- ( (6-7 iVifu^f 7 9 V y-2-A )V) 9- f-;H-8- 

1 , A-JTM^y-l-AtV-^ymtert-fi-JUJiXT-jU (6.9 
7g) i ^'7 u 9 y (30ml ) (cjgjg L , h U 7 >M-n» 
»(15nl) *il0;lSa?90$HH»tfLfc. K£»ft$KE 
ftffiU 10%^l^y^*?g$£iD;i*:flL y?DD 
> 7 >T'ttiiJ Lfc . *«IJl£*7j«ltf- h U 
Ltifflmthb* 5.24g<7)N-(exo-8-[(6-7;^o^7 
9 V y-2-A M X i-M -8-Tif b*^7 Q (3. 2. 1) *7 7 
y-3-A M-\a- s JT-& ty-i-tfjWWf V 5 F#*# £>ft 

fc(JR*94». KS(m/z) : 410 (M + ) 

IR(KBr) : 2931, 1618, 1543, 1405, 1307, 1227, 1139c 

m-i 

NMR(300 MHz,CDCl 3 )<5' : 1.43-2. 15 (lOH.m) , 2.82-2.95 
(4H,m), 3.22-3.27(2H,m), 3.40-3.46(4H,m), 3.66(2H, 
s), 4.00-4. 15(2H,m), 7.21-7.28(lH,m), 7.43(lH,dd,J 
=10.2,2.7). 7.73(lH.d,J=8.1), 7.72-7.81(3H,m) 
HitWl N-(exo-8-[(6-7;Ptfo^7:?Uy-2-4/l'M 
f-/W-8-7-f bV7 n[3. 2.1)*?? y-3-A M-i-tt 
V-l-7 x x/P-1 , 3, 8- F U TIP* bo (4. 5) 
;^^^5H(26) 

[0099] 

[ft 5 1 ] 




T/U^yUffl^T. exo-8-( (6-7/ktO-?- 7 9 Vy-2- 
A )V) X ^;U)-8-Tif b* *s9 o (3. 2. 1) :* 7 7 y-3-A )V 
T$y(163.0 mg)£7nn*/PA (8 ml) tfflfflfU 7 
DO^K4-^ b07i-^ (124 mg) . $m*mi- h V 
•7 A (80 w)*iDi. SiftTHWSHlHfLfc. RJ6»«fc 
l-7x-/l^l,3,8-h D 7-fT.bD [4,5)r^y-4-^y 
(133 mg). M>x^75>(0.25 ml)07on;jvW>. 

do ni)»aijDi, Hc-wfH^Lfc. mmmz 
^hu^AT'^Uv:^. «hbus. mmzTsym? 

;P : X7/-;P=25 : 1 ) X'tftMt& t . 305 mg<ON-(exo 
-8-((6-7;p^p77 * i^y-2-4 ;W *f-A0-8-7lf b* 
i' 7 n [3.2A)$99 y-3-A M V-l- 7 x n/P- 

1 , 3,8- h U Tif 7. bo [4. 5) r# /M?/M«f If 5 
h*#&/i>ilfc(JKSfS98%), MS(m/z) : 541 (M + ) 
IR(KBr) : 3325, 2926, 1709, 1620, 1540, 1507, 1377, 



1244, 870, 746cm" 1 

NMR(300 MHz,CDCl 3 )S : 1.54-2.12 (10H,m), 2.55 (2H, 
dt,J=12.6.3.5), 3.30 (2H,s). 3.61 (2H,dt. J=12.6,2. 
5), 3.69 (2H,s), 3.61 (lH.m), 4.40 (lH,d,J=7.7) , 
4.71 (2H.s). 6.32 (lH.s), 6.70 (2H.d, J=8.0), 6.84 
(lH,t,J=7.4), 7.21-7.27 (3H,m), 7.45 (lH.dd, J=9.5, 
2.2), 7.59 (lH,d,J=9.5), 7.73-7.78 (3H,m) 
5BttW2 N-(exo-8-((6-7;^n77^1/y-2-f;U)^ 
*M-2>-T<f\L^9 u{3.2 AU9 9 y-l-A + 
>U-i-** V-l- 7 x X/1/-1 , 3, 8- h T-fX bn (4 . 5) r 
*y-8-*^t$K(Z7) 

[0100] 

Ut5 2 ] 




T)Vdy%m%T, exo-8- [(6-7;^a77 9Vy-2- 
A )V) X ^-;W-8-Tifb>-7 n (3. 2. 1) *9 9 y-3-A )V 
T5y(45 w)* : J?vxiX9y (3.5 ■l)fc»KU 7 
nndrl!-4--ha7xx;K36 mg). ^K^S^hU^ 
A(33mg)SriPi.. ^rmSSmLli., RJfi*i«fc3- 
^ fM-7i-/H,3, 8- h U T-fTvbU [4, 5)-r# 
y-4-^y(37 mg). hUxf-^T 5X0.10 ml)c7)7n 
o*/k& (5ml)i§$£JH;i. WC-UBIW Ui. »E» 
10%JW8;fr y ^A*«f«tjBiT»Mxf-^T 

saw- h y -> A-cft* . mm r s y 

ffl?n7M/7m5A?D7^57-f- (Six 
^-/U : A.df tfy=5 : 2) Tit S?-f 1. 1 , 60 mg<^)N- (exo-8 
-( (6-7;M-u7- 7 9 V y-2-A )V) X j-M-&-T-f b' 
7 a (3. 2. 1] t!" 7 9 y-3-A V -1-7 

x^/L-1.3,8-b yr-r7bn[4.5)r^>-8-^^ 
■9"$ Yimb1Xfc(Vft(&%). MS(m/z) : 555(M + ) 
IR(KBr) : 3303, 2953, 1705, 1619, 1548, 1505, 1374, 

1286, 1245, 1052, 874, 747cm' » 
NMR(300 MHz.CDClg)^ : 1.51-2.17 (8H,m), 2.56 (2H,d 
t,J=13.4,4.4), 3.01 (2H,s), 3.27 (2H,s), 3.62-3.85 

(6H,m), 4-13 (lH.m), 4.32 (lH,d,J=8.8) , 4.68 (2H, 
s), 6.7 (2H,d,J=8.0), 6.82 (lH,t,J=7.4) , 7.20-7.26 

(3H,m), 7.42 (lH,dd,J=9.9,3.0), 7.57 (lH.d.J-8. 
2), 7.72-7.77 (3H,m) 

mmWB N-[exo-8-((6-7;^P^77L->'-2-f^)^ 
^;W-8-T1fb^7 n[3.2A)*?9 y-3-A ;W-4-(4- 
b Hn^f i"<.yYA yW-l,4-y'7-i:Ay-l-*;l/^t 
SH(28) 

[0101] 

Ut5 3 ] 



(6 2) )03-l 55285 ( P 2 0 0 3 - 1 5YJL8 



T)V3 V #H^,T . exo-8- [ (6- 7 )V * P 7 7 7 V V-2- 

-f;W^f-;H-8-T-rh>^n(3.2.l)ji-^^y-3-f;P 
TSy(50 ng)*;on*^A (3 ml) fc*HU ?n 
Dfi4--hn7i-/l/ (38 mg). h U ? A 

(30 ig)SrjDi.. aaiTliMHHfLft. RJE8»fc:4- 
(l,4-vT-feVN > y-l-^;l/^;W7xy-;K46 mgh h 
Ux^7$y(0.1 ■Do^oosf/kA (3 nl)$g?££ 
Jn*., Hfc-WflltfU;. I0%uafc*y 
^A*»«*»IiTiH8xf>^-CilliajLfc. ^IgiiSr-^ 

7A^Q7h/77^- (Kigx^ : x7 7-^=1 
0:1) TUS*"* i: . 69 mg<9N-(exo-8-((6-7/M-o7 
7 7 1^ y-2-4 M * f-;W-8-Tif h'v-7 □ (3. 2. 1) *7 ' 
7 >:-3— < ;H-4- (4- tHo^f S^^V-f /W -1 , 4-vT-tf 
AV-l-^^^ifS K#&£*Ufc(JK¥74%). M5(m/ 
z) : 53001*) 

IR(KBr) : 3375, 2947, 1612, 1535, 1478, 1429, 1273, 
1243, 1170, 847, 765cm-i 
NMR(300 MHz,CDCl 3 ) d : 1.22-2.10 (10H,m), 3.24 (2H, 
s), 3.35-4.38 (8H,m),3.65 (2H,s), 6.73 (2H.d,J=8. 
5), 7.18 (2H,d,J=8.5), 7.22-7.24 (lH.m), 7.42 (1H, 
d,J=9.9), 7.56 (lH,d,J=8.5), 7.72-7.80 (3H,m) 
m&M4 N- (exo-8- ( (6-7/M-P77 7 V V-2-4 M 7 
i-jU) -8-71f t'y 7 P (3. 2. 1) * 7 7 y-3--f M -A- (2- 

5H(29) 
[0 102] 



7^ y#H^,T , exo-8- ( (6- 7fr* n 7 7 7 y y-2- 
;W 7 -8-Tif' t'y? P (3. 2. 1] ^ 7 7 y-3--f ^ 
T$y(38 mg)£?oojJvkk (3 ml) fcjfflJfU ?n 
o^l?4--hn7xX;U (30 mgh M1M<S7M;7A 
(20 mg)£jD;i. Sffl-Cl«BI8BFUJt. Mi£3MCC2- 
(l,4->-'7-trVN o y-l-^;^x;l-)7x7-;K30 mgh h 
»jxf-;P7$y(0.1 il)o?noMA (4 ml) 
Jni, JEfc-**#U;. KIG»»(c*. I0%£lg#'j 
^ATK^SrJn^TPKxf-^TttajL^. ffig! 

b-tx mam^x-m^ i , #s*rbw- f >j 7 

7A^D7h/77-(- (flgRXf-Ar : X77-/1-1 



0:1) X-Wmt&t. 70 mgCON-(exo-8-((6-7;^0-f 
7 7 1/ y-2-4 ;W 7 f-/U)-8-7-f fy 7 n (3 . 2 . 1) * 7 
7 y-3- 4 M -4- (2- 1 H ndf y<, y /-f ;U) -1 , 4-^'7-tf 
AV-l-#/M?*^$K#?#£>flfc (IR*100%). H5(b/ 
z) : 53001*) 

IR(KBr) : 3437, 2944, 1736, 1618, 1538, 1480, 1449, 
1299, 758cm- > 

NMR(300 MHz,CDCl 3 )£:1.41-2.20 (8H,m), 3.24 (2H, 
s), 2.48 (2H.ii), 3.56 (2H,t, J=5.8) , 3-66 (2H,s), 
3.68 (2H,t,J=6.0), 3.81 (2H,t, J=6.0), 4.04 (lH,m), 
6.85 (lH,t,J=7.7), 6.98 (lH.d,J=8.5), 7.21-7.33 
(3H,m), 7.42 (lH,dd, J=10.1,2.4), 7.57 (lH,d,J=9. 
3), 7.72-7.81 (3H,m) 

mmms N-(l-((6-7/M-p777l^y-2-f;L')7f- 
IV) byoj i/V-A-A ;l/)-4-(2-7 xX;P7-fef-/W-l, 4- 
*JTWy-\-tlfr-$%y$. Y (30) 



[0 103] 
[fc5 5] 




7^^>#HMT. l-((6-7;Wnt7^l/y-2-^f;W 
7 tf ^ D x y-4--f )VT 5 y (56 mg) £ 7 n p 
A (3 ml) taftWU ?nn«4--hD7x-/l' (37 
mg). ^K*S7hy>A(30 mg)^jDi. N M&T'll*!! 

Jt#Uc, SMICl-(2-7x-;l'7*f^-l,4-y 
7-te'A°y(48 mg), hUX^75y(0.1ml)^7OD^ 

ha (3 m\)mm*nz.. mz-wmuz. Kmmm 

?a7M/7^X*7A?D7h/57^- (I^Kx^- 
: ^f"f y=3 : 1 ) X-mm-fh b . 67 mg^N-(l-((6- 

7Wat7^i' y-2--f ;i^) ^ f-;W tr^ U v'y-4-^f 
/W-4-(2-7xx;l^7-fe^)-l,4-i ? 7-fefA'y-l-^;WJ|< 
^5 h*3^f|^il^(JR$62%). MS(m/z) : 502(M + ) 
IR(KBr) : 3331, 2924, 1638, 1618, 1533, 1482, 1456, 
1229, 1145, 1081, 873, 729cm" » 
NMR(300 MHz,CDCl 3 )5 : 1.30-1.70 (4H,m), 1.86-1.96 
(2H,m), 2.16 (2H,t,J=10.7), 2.83 (2H,d, J=11.0), 3. 
22 (2H,q,J=7.4), 3.41-3.54 (4H,m), 3.62 (2H,s), 3. 
67-3.73 (4H,m), 4.18 (lH.m), 7.21-7.33 (6H,m), 7.4 
2 (lH,dd,J=9.9,2.5), 7.50 (lH,d,J-8.0). 7.72-7.81 
(3H,m) 

mmme 4-<yy-<;l-7S7-N-(exo-8-((6-7^7!-0 
77 7 v-v-2-4 )D* f-/W-8-T-r t'y 7 n (3.2. 1) 
7 7 y-3-^ M -a- 7 x -)V t^. u y" y-i-^^^-9- 5 

h*(31) 

[0 104] 
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[fc5 6] 




T^dynM%T. exo-8-( (6-7/M"n77 fuy-2- 

7SX60 mg)<7)^^DO^^> (3 ml)?«:?nn^ 
14--hn7x-;P (47 ugh »kSH- h U »7 A (80 
ng)*Jni.. SSa-CiefiHSBfLfc. RJ6»SKN-<4-:7 
x -)V U x>-4-4 y W <yX7 5 F (60 mg) . hV 
m-/UT$y(0A mD^ontf/ki, (4 nDftft&Al 

A?n7b^57.f- (@t#X^: X^y-;W=25: 
1) XW&tkt. 94 mg^-^yy-f^Tiy-N-Cexo- 
8-( (6-7;k*o7 7 9V V-2-A Mt+M-Q-TWi' 
? a [3. 2.1)^7? -4- y ^' y-i 

(«X*74%)„ MS (m/z) : 59 

0(M + ) 

IR(KBr) : 3338. 2929, 1647. 1614. 1538. 1245, 1216. 
1139, 870, 699cm- 1 

NMR(300 MHz,CDCl 3 )S : 1.45-2.20 (HH.m), 2.58 (2H, 
d,J=13.5), 3.15-3.24 (3H,m), 3.67 (2H,s), 3.83 (2 
H,d,J=13.6), 4.08 (lH,m), 4.31 (lH,d,J=8.0),6.27 
(lH.s), 7.23-7.81 (16H,m) 

M h'^ U )V) -4-(2- 1 Yu*t*^WM -1 , 4 

-xTHrV^-l-^^^-fS F(32) 

[0 105] 

[41:57] 




T)Vd yfcSBT . 1- ( (6-7/l-*o-2-7 7 * *M 
tf ij s y ( 68 mg) £ 7 D o*;l-A ( 3m 

l) JcifflBU ^oo^M-4--h07x-;K57mg), & 
K**^ h U (44mg) £ JD* , SfflTUSItHgfP L 
fc. &J£?f$fcl-(2-b Kn=5fj/<y^)-i,4-^T-fe* 
A'y(65mgh f- >JXf-/I/rS :x(0.1ml)?)7nntf/kk 

(3mi) nmiMt, mz-mimi^ %mmmz\o 



y=3 : 1) TftH-r&i:. 79mgc9N-(H(6-7/M-o77 
9 V y-2- A )V) t^MV^) y-A- A M -4- (2- b K 
u*i/<y VM -1 . 4- 5/7-fcf t v-l-a / 5 F # 
»4><X/i. 0R$61%). MS(m/z) :490(M*) 
IR(neat) : 3384, 1614. 1547, 1462, 1368, 1258, 984, 
763cm" 1 

NMR(300MHz,CDCl 3 )a : 1.30-2.00(8H,m), 2.17(2H,t,J= 
12.4), 2.66-2.90(4H,m), 3.45(2H,t, J=6.0) , 3.57(2H, 
m), 3.63(2H,s), 3.73(lH,m), 3.78(2H,s), 6.76-6.91 
(2H,m), 6.82(lH,d,J=10.0). 7.18-7.24(2H,m) . 7.44(1 
H,m), 7.51 (lH,d,J=8.6), 7.72-7. 81 (3H,m) 

%mm> 4-(2-^7y<y : J)U)-iA-y*T-&*y-i-t 
;^yi(l-((6-7;^nt7^i/y-2-f;H^f;Hf 

a^i; /Hx7x/K33) 
[0 106] 
1^5 8] 

\A- : s7*£^y-\-fi)l-#ym (H (6-7/M"D7 7 9 
vy-2-AM^M b^y x'y-4-4 /Hxxf^- & 
&t§217mg. 2-7'a ; tyf-;^yy-h>j;P82mg, ^BS 
* 'J •> A17Qug&tf 7-fe h - F U ^jt^Bj^^fflT 

R»xf-/U30il£iil;t. *s <S3DA«*-CJi[»*fe*L 

fc. ^iw^^sHK^hu^A-cssakUfea, met 

/77^- U?/-/i//7on*;l,A=2/98) 
ULT, 4-(2-^77^y^)-l,4-v : 7^A°>'-l-^;l' 

y ^>-4-^;Wx7.r;H76mg&^Hft?6^h LT# 

fc. FAB-MS 501 (H+H) + 

NMR(CDC1 3 )S: 3.64 (2H, s), 3.80 (2H, s), 4.74-4. 
80 (1H, m) 

HfifeffiJ9 4-(2-^77<y^»- N-([l-((6-7;U^U 
77 ? y-2-4 ;W 7. b^. y >?y-4-4 ;lO y. 
-l,4-S^7^'Cy-l-*^#*'tS F(34) 

[0107] 

[ft59] 

HSfiM8co^fcl^«HtTN-(a-((6-7;^n^7^ 
u y-2-4 M * b^ y x>-4-W /H y f-;W -l. 4- 
i/7-feVN-y-l-^;^Jf-9-S HZJgi^221mg i 0 . 4-(2 
- i/T 7 'O' ^» -N- ( (1- ( (6- 7 )l$ O 7 7 ^ 1/ y-2-f 
M**M b^y y>-4--f MM-M-XA-VT&^y 
-\-t})Vifs**r* H112«*ilfeiS«lftk U-Cfffe. FAB- 



(64) )03-1 55285 ( P 2 0 0 3 - 1 5YJL8 



MS 514 (M+H)+ 

NMR(CDC1 3 )S: 3.63 (2H, s), 3.79 (2H, s), 7.64 (1 
H, d, J=8.0 Hz) 

( ± ) - (exo-8- ( (6- 7;M"P7" 7 7 1' 



)V) * +M -8-7if t* %/ 7 P (3. 2. 1] *7 * >-3~1 M it 

[0 1 08] 
[ft6 0] 



(35) 



2-( (4- b H p* 2" T-fefv N'y-l-'f ;P) 7- f-; W * v V- h 

Kt'7 ( MJ7pp7.?-/P) XXTM52mgiT-feh- 

JSBEai«LTftfe<ifc«a*™Flo«lfc:Jgj!?L, m 
T> exo-8- ( (6-7 /M"p7 7 7 1- y-2-4 iV) y. f-;P)-8- 
7if t*^7 0(3.2.1)^^ 7V-3-4 ;U7 5 50SIMB37 
6mgatX h >J xfvPT 5 M). 49ml SrSDi. , S^{C"C4B#S 

p-?h7'57-r- (>^7-^/^oq^A=1/99 
~2/98) •C«i!'f«il:tJ:0. (±)- (exo-8- [(6-7 
Wof7 7 W-y-2-4 ^)7 f-;W-*-7if t*>-7 p (3. 
2. l) :+ 7 7 y-3-^f ;W tf/i^s* 5 yffil-iZ-i/T/'OiS 

T#Jt. FAB-MS: 541 (M+H)* 

NMR(CDC1 3 )S: 3.68 (2H, s), 3.80 (2H, s), 7.64 (1 
H, d, J=7.8 Hz) 

mmmn N-(exo-8-[(6-7/M-P7-771/y-2-f/W 

y f-^-s-rif tv? d (3. 2. i] a 7 7 v-^-a ;w-4-(i 

-7 xx/i^7 prp>^#/l^x;U)-i ( 4-x7*V\-y- 
l-;fr;MW$K(36) 

[0 109] 

[ft 6 1 ] 



T/P^>#HmT. l-7x^;P-l->-^D7°D J 'N°y^;P 
(49mg) £ : J 7 P ay 7 y (4ml ) t . **if 

v/wwj F(o.o3Bi)*ini» aa-c4mffiHi#pLfc. 

RJE*»£»ltU llty?OD^^> (4ml) , N- 
(exo-8-( (6-7/M"P7"7 7 1^-2-4 
if" h'i/ 7 o (3. 2. l) >r 7 7 ;H -1 , 4-^'T-tv \*y-l 
-#/P;tf=fif S H (80mg) , >M V ra bVkxf-^T 5 V 
(0.3ni)*SDi, -HftitfPW:. RJ6*»fc:iO%JftIMr 



7A7PVh777>r- (»i!xf-;P: ^Jf-9-y=3: 
1) -CUm-f & i: . 105mg?)N-(exo-8-((6-7/M-P7"7 
7 U y-2-^f )V) y ^-;l/]-8-r-f h'i/7 P (3. 2. 1)* 7 7 
y-3-4 /H-4-(l-7 xx;p^7P7 , n/N*y^;^x/W- 

%), MS(m/z) : 555((M+1) + ) 

IR(neat) : 3463, 3364, 2947, 1622. 1532, 1481, 142 
6, 1246, 700cm- 1 

NMR(300MHz,CDCl 3 )S : 1.13(2H,s), 1. 19-2.10(13H,m) , 
2.87(lH,m). 3.14(lH,t,J=7.0), 3.19(2H,s), 3.41(1 
H,m), 3.38-3.51(4H,m), 3.58-3.70(2H,m), 3.90-4.11 
(2H,m), 7.18-7.26(6H,m), 7.39(lH,dd, J=9.6,2.3), 7. 
53(lH,d,J=9.1), 7.68-7.77 (3H,m) 
HHM12 N-(exo-8-[(6-7/^P-^77Py-2-'f;W 
7 f-;W-8-Tif"b'v7 a (3.2. 1) ^"7 7 y-3-4 /H-4-U 
-7 xx;k>-7P^y7 y^/U^-y^-l^-^'T-feVN-y- 
l-tf/l^-tS K(37) 
[0 110] 
[ft6 2] 



(37) 



*>K(56mg) & P P7 7 > (4ml ) fc»»U Jf^ if 

»j^7p'j K(o.o3mi)^iPi. m^xmmmtfuz. 

MilMU ftmzWuuxfy (4ml) . n- 
(exo-8- ( (6-7;PjfP-^7 7 P ^-2->f ;W ^ f-;W -8-7 
■f t'v-7 P (3.2. 1) :*7 7 y-3--f ;W-l,4-vT-b7N'y-l 
-#/U;i-3r-f 5 H (80mg) . i-M V 7°u MiVX-f-lVT 5 >- 
(0.4«l)*jBi., -HfflWLit. RJC»«fclO%«lfc!r 
'J^ATK^^S-iP^ftigx^T'ftttlUv:. 

5A^D7h^77^- (SKX^: ^-9-y=3: 
1) 118mgON-(exo-8-((6-7/M-P7"7 
9Vy-l-A)V) y f-;k]-8-Tif t'^7 P (3. 2. 1) * 7 7 
y-3-4 ;W-4-(l-7 x x;p^7 o^y^^/i/#-;i/) - 

H**»4>*ut. (JR*69 

%). MS(m/z) : 583((M+1) + ) 

IR(neat) : 3363, 2951, 1621, 1531, 1617, 1478, 122 
9, 869, 700cm- 1 

NMR(300MHz,CDCl 3 )S : 0.91-2. 13 (16H,m) , 2.33(2H,br 
s), 2.53(lH,brs), 3.02-3.21(3H,m), 3.19(2H,s), 3.2 
8(lH,s), 3.39(2H,s), 3.62(2H,s), 4.00(2H,m) ,7.12- 
7.31 (6H,m), 7.38(lH,dd,J=9.6,2.5), 7.53(lH,m), 7.6 
8-7.80(3H,m) 
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[oin] mmmii t h zmmmm ( ccr3/b3oo- 

&&fura-2 AM ( (ft) Mfi^) 2rfi*&8g#5 
;uMi&l>cfcoi;:m!!flU^M£#MU lXlO^cells/m 
Ibft&XodZ^ h KCR3£J£®l£$$tbtB300-19« 
(CellH27^. 381-3901:, 1981^) £SiSL£. 3TC 
tT, 30^P B 1f?K-r-l.ii:{;J: , 9«l*l^fura-2 AM£ 
KOEi-tt/ift, 0.1^^i/Jfll?fT;^5ySr-^Obasi 
c salt solution (5.4mM KC1 S 130mM NaCk 2.5mM CaCl 
2 . lmM MgCl 2 . 5.5mM glucose. 20mMHEPES. P H7.4) l>Z 
X2®m L , 2X lO^cel Is/ml * 4 i 0 L 
fc. Mft|*lCa**»jK UCa^li) coSiSfi. CAF-110 (0 

#50 ng/ml X 0 thuman eotaxin (Peprotech In 
c.USA) Zmwfl b , (Ca2 + ]iCDiiJD*^§^. h 
uman eotaxin^^iirt &l#Mfc$gMfc£*£^lllU h 
uman eotaxinfc i 5 [C^hntmMzm-mmMfc 



te^^ft«CCR3ffiWvS14&IC 50 ffi (huraa 
n eotaxin$r»-ri)ii:C e t0^t^>(Ca2 t ] i c7)iiJpS: 
503»|-r&ii£) TSLfc. *23fcft*W$tffc£*j*> 
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(72) ^HSfl 

tBEjiiJMbns*j£iui*t sen*** 

(72)^BM IB* 

i^;iii(WMriP#j£iiii»*s ansa* 
«Bs;iiJMHrrp*i£iiii#« mnfcft& 



(72)»W# 

<72)JM» 
(72) ^BJ^ 

l#5S?Jiimabttfj#j!Sllll#fl!! 



C72)#5» X 

3ew»o.<ari&tP**»jBc2i aj^rt^sft 

(72) SMH* SEB i§- 

(72)^hj# sj- mm 
(72) wm nrrt » 

F?-A(##) 4C063 BB09 CC36 DD10 EE01 

4C065 AA09 AA16 BB04 BB06 CC01 
DD01 DD03 EE02 HH09 JJ01 
JJ06 KK01 KK09 LL01 LL04 
PP03 PP08 PP12 
4C072 MM02 UU01 

4C086 AA01 AA02 AA03 BC54 CB05 
GA07 MA01 MA04 NA14 ZA34 
ZA59 ZA89 ZBU ZB13 



